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DOCKET NO.: 268512US0PCT 



IN THE UNITED STATES PATENT AND TRADEMARK OFFICE 



IN RE APPLICATION OF: Chikako OTA, et al. 
SERIAL NO.: NEW U.S. PCT APPLICATION 
FILED: HEREWITH 

INTERNATIONAL APPLICATION NO.: PCT/JP03/12356 
INTERNATIONAL FILING DATE: September 26, 2003 

FOR: NOVEL HERBICIDE, METHOD OF USING THE SAME, NOVEL 
SUSBSTITUTED THEINOPYRIMIDINE DERIVATIVE AND INTERMEDIATE 
THEREOF, AND PROCESS FOR PRODUCING THE SAME 



Commissioner for Patents 
Alexandria, Virginia 22313 

Sir: 

In the matter of the above-identified application for patent, notice is hereby given that 
the applicant claims as priority: 

COUNTRY APPLICATION NO DAY/MONTH/YEAR 

Japan 2002-281271 26 September 2002 

Certified copies of the corresponding Convention application(s) were submitted to the 
International Bureau in PCT Application No. PCT/JP03/ 12356. Receipt of the certified 
copy(s) by the International Bureau in a timely manner under PCT Rule 17.1(a) has been 
acknowledged as evidenced by the attached PCT/IB/304. 



REQUEST FOR PRIORITY UNDER 35 U.S.C. 119 
AND THE INTERNATIONAL CONVENTION 



Respectfully submitted, 

OBLON, SPIVAK, McCLELLAND, 

MAIER & NEUSTADT, P.C. 
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Surinder Sachar 
' Registration No. 34,423 

Corwin R Umbach, Ph.D. 
Registration No. 40,211 



I* 



b,1 



Ree ? d pct/to 2 8 mar 2005 

H ^ S # tff Jt 

JAPAN PATENT OFFICE 




PC3/I2356 



26.09 



. 0 3 ^10^ 



This is to certify that the annexed is a true copy of the following application as filed 
with this Office. 



aj m # £ s 

Date of Application: 

Hi I f ? 
Application Number: 

[ST. 10/C] : 



2002^ 9 B 2 6 B 

#0 2002-281271 
[JP2002-281271] 




Hi K A 
Applicant(s): 



Itffl&AB^Mit^PiBfl 



PRIORITY DOCUMENT 

SUBMITTED OR TRANSMITTED IN 
COMPLIANCE WITH 
RULE 17.1(a) OR (b) 





IBM 

[#fpaJiRA] 
[ftSA] 



2002-281271 




J09304 

¥J&144p 9j§26B 
C07D495/04 105 

[2, 3-d] 5 y 

J&ftt + &&*MRWBm4-W&*-x-S [2, 3-d 
] If'Hy'/ii^ 

12 

»^;miMR^#*K»5fefflPri oooti =^<b^ 
±m 

#^;ujiM»ifeTij»stEfliifeBawri oooti =mft¥ 

000005968 
596077846 
100103997 



ttilE# 2003-3089800 



#^0 0 2-2 8 1 2 7 1 ^ 2/E 



p^^O 02-281271 ^ 



[^^^W-^l 035035 
HAtf&ffi] 21.000R 

OTS 1 

9813615 



ffifiE# 2003-3089800 




002-281271 




1/ 



mmozm t-wm^x-s [2, 3-d] e^y>twtM^tt 

M*g 1 1 TIB-HW ( l ) 



R3t?^$iL436 Xlf±, ~0-> -SOn-. -OSOn-. -CO-. 

-C0 2 -> -OC0 2 -X(i-0C0-^^L nli0-2O8»t*4o ) > 

r3}±. e^^tt-c^r^ i^r;v^;v*. @j&$*twcfc -j^t^*--*'* 
. g&£*vt>*T& «tv>r;v#-;v*, s&£*twc& i^7 5 yg, sm£ 

Ji, -0-> -SOn-, -OSOn-. -CO-, -C0 2 -, -0C0 2 -XJ*-0C0 

R 4 f^ t^^titv^^J:v^7;K;H> tt^titv^tU^7^^^S 

o ) "cmztizA-wm?-*-; [2, 3-d] e'^yvinw^^k^ 




(D 



mfflW 2003-3089800 



#M 2002-281271 



[5km<D%,ffl [2, 3-d] e'J^y>Hf^^ fct 

& Km&cmNR 4 -S&^.x y [ 2 , 3 -d] tf i; s ~>* >mm& 

m^mi] Ttfi-^ (i) 



d) 



Rite, ymm^-XitW&ZtiT^x i> iv^T^^;i/^?r^U 

R3-e**tL4* xlfct, JM^ -0-, -SOn-, -OSOn-. -CO-, 

-C0 2 -> -0C0 2 -Xfi-0C0-?r^L (<1 d"Tr> n(i0~2(?)lt^* o ) , 

»±. JMfr^ -0- % -SOn-. -OSOn-, -CO-, -C0 2 -> -0C0 2 -Xi£-0C0 
R 4 fi, S&£*ltv>t& J:</>7;t'*;m > g&£*LTv>T & J:v>r^-^« 

c) T?SE$*L4 4-*^iy [2, 3-d] tfV^y>ff#^f»i:Lt 
[fff*^3] Q2^ i) T/l/^^f-^ 7^+;^^7>(-;i,iIii 



mtE#2 003-3089800 




2002-281271 




*Xtt7'J-^^*i^ Xtt, 3) ^7 7f7;^;H, *7y3RT^3 
[19^14] TfS-fe^ (2) 



Qla«, 1) -or3-c£$*l«* R 3 fi> «&£*ltv>t J: v»th,* 

> «*$*ltv»t* J:v»r$y*, *!feS*LTv»T4 J:v^7';-jHXiif^$ 
*trv*r*J:v»tt3WIHt^-ro ) . *L<tt, 2) tK**^ ^ny^ 

, JMfrft\ -SOn-, -OSOn-, -CO-. -C0 2 -, -0C0 2 -Xf*-0C0- *m L 

(:: ^ n»0~2©lEjfrC**o ) , R3ttt»IBoaO-C*«,-) 
Q2a«, 1) Qla#-OR3^«*t«afe-C***frK:ii, ^ny> 
«^ *»»Xtt-X2R4.^ StLi|t x2( i > _ 0 _^ _ SQn 

-OSOn-, -CO-, -CO2-. -0C0 2 -X}±-0C0-^^L (iit\ niiO 

4J:v»r$y*, ««**LT^Tt £v>*X*fe 3gL<«, *7 5r*T>u** 
^7yf7;^^^i^7>7i7^^tS^f,^^fj: Oa»ftL* 
■t»T^&<i:*l«ft$tLTV»*Ty->Httzr*- 0 (^f, x2*»J|ij(S 



[ft 2] 




tBSE# 2003-3089800 



2002-281271 ^ ?j 

S> Ty-^^^y^^^XtiTV-^X^^-^S^^iT (>> t% Qla^ 
^«r#^t-r^4-Mm^y [2, 3-d] e^y>i|^ 0 

umms] gia^\ -oRt-emztizm r3(«is^ nmx$> 

h Q ) T^l. i t t#itfl,||^4 CEi^(7)4 -©If xy [2, 3-d] tf 

-am^^y [2 , 3 -d] try 5 v>m^# 0 
£4kie*©4-< Em^-^y [2, 3-d] try ^^^«h»#o 

[ff^8] TIB— (2 a) 
[ft 3] 




tt«lfc**Lrv»-rt^v»tt3l5iia6*^i- 0 ) T^$tL^,4-«^iy [2,3 
-d] *Ty 5 5> TBHW (3) 




tfiliE# 2003-3089800 



2002-281271 ^-v : 4/ 

Kb 4] 

R3xlbH (3) 
(5S*K R3{i N fijfeSft-cn-cfc iv^7;v^;i/S x fim£*LT^T & J: v^r;v 
>T-)l<m, «&£*tTV*T*> iV^T^^r-^*, tm^tLTV^T^ £V>T^ /i 

*mkt-tZ, Tffi— fe£ (2 b) 
[it 5} 




[2, 3 -d] ^ *>*>»»*o«ai^o 

[f»^9] — tt^; (2 a) -C^£*L&4fc<£W^ TSB— ASsS (2 c) 




(5**; ri, R 2 s.t>*Y(imfatiwiat?^>^o ) x-mzaxz 4 -g^f-^y [2 

, 3-d] < v>l£^&<h, TI2-^ (5) 
[ft 7] 

Q2b-L (5) 

Q 2b (ifrie^iwia-e^i9, l«»£^- 0 ) vmzti&tt^tv 
im^mi 0] tis-^ (6) 




tBIE# 2003-3089800 




im*&l 1] TIB-^ (7) 
Kb 9] 



o 




(7) 



R & it^7 ymT)V^)Vm, ^7 7f7^3^ySX(^7yf7^;i' 

[»3fcJl 12] 3 - ( h U h^fy) J- ^ ;i/ .x ^ ;V 0 
[0 0 0 1] 

*3§§§ii, 4-tj|fxy [2, 3-d] fcf V < ^ >il^«:#«tffc#fc-*SIfc 
[0 0 0 2] 



miE# 2003-3089800 




002-281271 



^-v: 6/ 



&&&&>m**sx'e$>2>o &fcLtzftv>}<D&&Kii. ^^m^Rmmm^mm 

[0 0 0 3] 

[2, 3-d] H°U 5 vVS^it^^pW^ LTi±> 

WAtf. #fP«l~4#HSo ) 0 
[0 0 0 4] 

[#^mi] m^mn^mm9 8/5003 
mwF*m2] a^#^^^9 6/1431 9^mmm 
mwxm 3 ] a - n y /*sfcmzmn 1 5 0 4 6 9 -%w%m 
[#^»4] ¥4ymmw^mm2 3 2 3 1 9 A^mmm 

[0 0 0 5] 
[0 0 0 6] 

[3US * M&t %tz£> <D^m 
^•f-^^y [2, 3-d] e-J5y>» ^^14^^^ - t Srji^m U 

-r^fr-w^w^ tib— %o$: (i) 

[0 0 0 7] 



Hfci o] 




ailE# 2003-3089800 



2002-281271 ^ ^- >? : 

R3^^tL^>^ Xl(i, J*|frfr, -0-, -SOn-. -OSOn-, -CO-, 

-C0 2 -. -0C0 2 -XJi-0C0-£^L (;.T\ n it 0 ~ 2 <7>^-e&£ 0 ) , 
R 3 te. e&£*L-cv>T£ i^r;^;^ Sm£*LTv>T & «fc ^T)V^r-^m 

tt, -0-, -SOn-, -OSOn-, -CO-. -C0 2 -, .-0C0 2 -X^-0C0 

-ZtfL (i;t\ ni£0~2 <7)^ifc-Tr&£ 0 ) . 

R 4 f±> S^^tLT^x^ iv>r;i/^;i/^ Sm$tLTv^T J: 

o ) -e^£tt£4-fig|^y [2, 3-d] t''My>iiMt»aT 
[0 0 0 8] 

ttz, ^mit, TI2-^ (2) 
[0 0 0 9] 




(2) 



mmztix^xi* ^^r^^r-)vm, m.^fix^x^ x^T)v^^)vm 
tix^x^x^mmimitmi-o ) > %l<i^ 2) 7kstJK^\ A D y« % 




mSE#2 003-3089800 




2002-281271 ^ . 



, -SOn-, -OSOn-, -CO-, -C0 2 -, -OCQg-Xtt-OCO- L 

("T, ntt0-2O««T** o ) , R3 ttOTB(oa07 . ib(Bo } 

-> -OSOn-. -CO-, -C0 2 -, -0C02-Xtt-0C0-*^L (i^T% n U 0 

~ 2 ) % R4 ' {i> tii^ t ^ TUvi7; ^ ; ^ «***lt 

[0010] 

**W^»t*^5WfcLT*ffi*4-«|fc^y [2, 3-d] »; $ S»* 
mj^-l^ (1) -C^£tt£ 0 

1) (1) -O&Ztizitfcm 

-«W (l) fc*»t*Ri»±, ***TOtt*Jft*#LTv*T4J:v>r>u^* 



HiiiE#2 003-3089800 



2002-281271 ^ ^- v : 9/ 

^tUv^T^^r^i: LXltBtm&l ~6<Di><Dtim* L<> i Off* t< ti 
[0 0 11] 

7^jH;^nD^f;H, 7)V*u * h y "7;v^-n ^ 2- 

^noxfjH, 2,2-y7Wnxf;H, 2,2, 

2- h'j7;vtnxfj^ 2,2,2-fV^nnxf;vS > 

3 -/n^^ne;^ 3, 3, 3 - b V 7^*0^0^;^ 2,2,3, 

3- f f7 7^n7°nt 0 ;kft, 2,2,3, 3, 3-^>^7;Vtn7nt>i, 
1 2, 2, 2 - MJ 7;vtnxfjvi, 2, 2, 2 - h V 7 ^jj-n- 1 - 

(fV7;Hn^f;l/) xfA'i, l 2 , 2, 3 , 3 , 3 7 )Vir 

uy°u\d)vm, 4-7nD7f;H, 4,4,4-f'J7;^n7f;vif^Ci 

[0 0 12] 

R 2 (i. TX^ilT-; ^ySfclR^ m^H^ *3*« : f*<0^or>HK^.;3lti 
fi&£*LT.v>-c& «tv^T;v^;v^t?^>^>o R 2 <7>g|&£;ftTV*-C& <£v>T;^3 i ;^ 
S£ LTte. ±ffiRli:|WI#^^WbtL^ 0 
[0 0 13] 

q 1 ^ tk^js^; 7-;t^ m.mm^ %mm.=^m<^^y>w.i- ; vt 

±IBQl^)-XlR3-e^$ttJ63g^v»-C, Xl{i> i^^N -0-> -S0n-. 
-0S0n-, -C0-. -C0 2 -. -0C0 2 -X(i-0C0-^^L ±|2 ni±0 

-2^)iiti.^ ) > »4L<»±i|t«f^ -0-, -s-xt±-so 2 --e*«j, 




tBIE# 2003-3089800 



200 2-281271 ^- 1/ \ 10/ 

L < te-o--e&£ 0 

[0 0 14] 

fi&£^-cv>T& =tv>T;v^--;i/*> fim^ttTV^T^ iV^T^^r-;^ 
±ffiT;v^r;v*> 7;i^~;i^ t;i^-;v*. r^y*. rv-frmistzm 

[0 0 15] 

& r y -^sst^g^at^o^suBct iti^tt i 5 jsjlt*> & <r>tm-t t < 

[0 0 16] 

R3£ Ltfft L< 5^ ad^>I^ ffm£*LT^T& &v>7;V^;l^ fi 

rntf^at, ^fV7f;vi, sec-r^X. tert-rf-;i^ ^> 

y^n7 p otf;H, v^n^;^ N ->?n^>^;i^ % 
C3-C6'>^nT;i/^-;HI ; 




tUIE# 2003-3089800 




002-281271 




^-v:' 11/ 



tnxfjH, 2, 2, 2 - b V y)ViruaL^-)V^ 2, 2, 2-bV^nnxf;v 
Sn s-rn^/n^H, 3 , 3 , 3 - h U 7^n^ 

nif;vi, 2,2,3,3-f >77JVtn^at>i, 2,2,3,3,3-^* 
7^tn^n^Jfe, l-^^-2,2,2-F'J7^nxf)H|, 2,2,2 
-b'j7Ji/tn-i- (h'j7;vtn^f;v) 1-^^-^-2,2,3 

4-?nn7« 4, 4, 4-f'J7;vtn7f^i> 5, 5, 5-h 
ij -7;v^-n^>f-;i/^ 6, 6, 6 - h'J7;i/ia^y^ 7--7>v*a^ 

9-7;vtny-;vi, io-7Wofy 



^b^rv^^^v^ yn^^y^f^I, ^y^n^^rv^ 



(2,2,2->'J7iHnif^y) 2- (2, 2, 2- b'J7;Vtn 

ih^v) xf;H, 3- (2, 2, 2- HJ^^nJib^rv) yn t: 4 
- (2,2,2-b i ;'7^^naih^v) 7^/1^ 5- (2, 2, 2- b'J 7;Vt 
nx^y) ^>^;V^ 6- (2, 2, 2-b'J7;l/inxh^y) ^v;^ 
> (2 ( 2,2-f'J7Hnxh^y) xfjVi, (h'j?^ 

h^v) (5-^nn^yfjvt^y) xf^i. (6-7;v^-n^ 

*v;v**v) (C r C 6 ^n7^3^y) Ci~C6T;v^* ; 

1- ^^^-^^DT'nt 0 ;!/!, 2-^^-;v-v^n7°atf;^ 2-^^- 
v^n^nti^*. 2 -7°nt:;v-v^n-7 0 ne;v^ 2-W-y^n7n 

2,2-y^f;v-y^n7aii>i > 2-^f^-y^7fiH, 

2 - ^f-;i/-v^n^>^;v^ 4 -tert-y^^- n^^v;v^(7) (C 



2 -p< h 3f*> 



miiE# 2003-3089800 



ij^^ 0 0 2 - 2 8 1 2 7 1 ^ ^-v : 12/ 

l~C 4 7;l'*;i') C3~C6V^D7^^; 

y^n/nfWfJH, 2- (y^n/n^) 3- (y^n^n 

*?-)\<?-* *1-)V^ ^)V^-^r T'nk'^ft^f^i, ~f3-)V^* 
m-fr^ l- (p^i^*) 2- 3- ( 

Ci~C4T;v-^;v* ; 

7f^;v7-f-;i'^f^ 1- (^^-;vx;v7 ^ j-^ 
2- (^^;i/^;i/-7 4 =-)V) 3- (^^v*;^ <i -/n 

tf/Hk 4- (^f;^;V7>f^;v) r^i/ft^ (C\-C^r )v^)V7.)vy 4 
Ci~C4T;v^;v* ; 

y^-frxji/fr— l- (*^-)V?,)V*=- )V) jc^;vs> 2- 
;W 3- (<* ;v) ^ntf;^. 4- ( 

y^v^^o (Ci~C4T )V*)V?s)V*~)V) C\-C^T)^ 

*)i>& ; 

2-^f;v-2-7'f-^i> 3-^f^-2-7t-^ 4-^^-r- 
2-^nn7'JiVS> 3-^nnT';^^> 4-^an-2-7f-W^)C 

2~C6^a7;v^-;H ; 



HifiE# 2003-3089800 




12002-281271 ^ ^-v : 13/ 



2-^Hy7x-;H, 3 h 3r~>7x~;H, 4->h+y7x^ 
2,3-y^f;l/7x-;H, 2,4-^fjl/7xzjH, 2,5-v> 
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-^na7x-;i'75/S> 4-^an7x-jV7</i> 2-^h^v7x- 
;i/T^y^> 3-^^ry7x-;V7<;l, 4-^ h^y7x-;V7^/I, 
2-->D7x-;V7$/S> 3--hn7x^75/S, 4 — — h n 7^- 

y <f v * * V V V V v e 9 V y v jvi, rfyii 

^;*'J- ;v3k fcf^ 9 h'J7 V 'J ^^S, 1 - tin y y-^S, l 

-tfnv^i, 2-^vt^rtv*'J^S> i-h^V'J;^ 1 — r$*V 
y i-e^i;v;i/^ 4 — t/ufcy 4 y xwvg, ^ 
ji/t fdS> 2 -5f*ij-S»- 2 i-^7y-;vif^^fnfS 

y^D7"fiH, v^n^>^;v^ y^DA^y;i/SH©C3~C 6 y^DT;V 
^nn^fjl/|, h y 7;v* n 2-7 
iVtnxf)H, 2,2-y7;^nxf;H > 2 , 2 , 2 - h V 7^nxf/l/ 
2,2,2-f'J^nnxfjVi, 3-^nn7°nt:>S, 3-7*n*7'ne 
3, 3, 3- V)y )Vjrw7u}S)vm, 2 , 2 , 3 , 3 —r Y ? 7^* u y°u 
2,2,3,3,3-^y^7;vtn7 p ntf^ l f-^- 2 , 2 , 2 - 
Mj7Wnxfji/i, 2, 2, 2-f'J7JHn-l- (h^^tn^fjv) 

2,3,3,3-^>^7;l'tn7'D^^ 4-^n 
nyfjvi, 4, 4, 4 - h y 7;i/tn7f;Hf<?)CrC4^D7;v^^ ^ 
h^yi, xh+i/i, 7°n*°^v^ ^VT'D^yi, 7"h^yi, tert- 
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2 0 0 2-2 8 1 2 7 1 ^ ^_ , v 



[0 0 17] 

** fltLT,t - ^**->£, , y * Dl)e+J ^ 

2-f'j7;vtnxKiy* ? 9 o v n ^ 

2-2,3,3-^77^0^^ 2,2,3,3,3-^ 7W d 
VWB-i- (h.J WD ,^ U ^^ l-^- 2 2 3 

TJ^x^sm, 6, 6, 6-h'j7*tDA#^ 

*->**«>c 1 ~c 6 ADr»3t->s ; 

TDW/i. *n W + - >s 2 _ 

. 3 2 -rr, W + , S # OCrC(7w ^^.. J . 

^W*vif«5C2~C4AD7^- W + . >S; 
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¥VW&> Ci~C3T;v^;^> C3~C6~>^ dt;^;^ Ci-C2^^t;v 

* JHfe&tf C 1 ~ C 3 T )V u * Z/mfr b 3tf*L4 $ ttt i/> 

TUK) ifimifbti^ X L< (iCrC^T^n + yllli^nT^ 

[0 0 18] 

±ffiQ2<^-x2R4-r^£*L&*Kj3\/>T, X2^ LT*±ll&i&tf>Xl IWtifO^ 

1) ^^^f-**^ jc^;v^**, 7°nfcf;v^*^ ^V7'nt°;vftl> 7'^- 

-fVT'f^f**, sec-7'^-;V'^^*> tert-7*f-;i^**> ^> 

^^7^-^*. ^^;v7.;i/7-r 7°o fcT;i/*;W7 4 -fV7°nfc? 
;vx^7-f-;^ 7'^-;vx;V7'f ^77*^^7^-^ sec- 
7*^-^7 ;i^7 -r — ;v*> tert-7^;v^7;i/7 — ;i^&> ^>^;v7;i^7 ^ — 
„ /fy^yf;^;i/7'f-;H> A^y;^;i'7^-;Hf(?)7;v^^;i'7^ 
-^Xte^^*^*— ;Hfe> 7°n e;i/7;u*-;v^ 
/fV7°nt>x^*-;vi, 7*^7;i'*~;i^ ^V7*f;v^;v*-^S> se 
c-7*^-;i/7;v^^;v^ tert-7*-^;V7;v*;— ^>f;v^;v*^;H, 

2) 7;v*n^;i^ y7;vtn^f;v|, h 'j 7;i/*n^ 2-7^ 
*ni^;i/^ 2, 2 -v^l^n^;!/^ 2, 2, 2 - Y V ~7 

3-7^n7°nt:>L 3, 3, 3 - f> V n 7°n tf;V^ 2, 2, 
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3, 3, -f h77^07'nt>i, 2, 2, 3, 3, 3-^>^7;^ny 
nt?;i^ l-^;i/-2, 2, 2 - y)U^UJ^^)Um, 2,2,2-M;? 
;i/^-n-l- (hV7^n^f^) 1-^^-2,2,3,3,3- 

Wn^b^fy^ FV7;^n^ f^yl, 2-7Wnxf^vi, 2, 2 
-V-7;l^CM h^rv^ 2, 2, 2 - h 'J 7^tnx h Jryi, 3-~7)l>*U 
•fUTf**^^ 3, 3, 3-f'j7Hnyn^yS, 2, 2, 3, 3, -7- 
F7 7;^n7 , n,fdryi, 2, 2, 3, 3, 3 7;i/*n:/n* 0 *v^ 
, l-^;v- 2, 2, 2- h 'j y^jrux. h^yi, 2, 2, 2 - h 'j y;v^n 
-l- ( h y)v^ru^^-)v) l -^^-2, 2, 3, 3, 3 

v^^^n^^-^-^^-^ f^Wn^fWi, 2 -:7;^^^:r^;^.?- ; 3- 
X> 2, 2-y7;vto>f;vftl, 2, 2, 2 - f 'J 7;i/tnxf ;vf-^l 
, S-T^i^n-y-'nif;^*^ 3, 3, 3-f'j7^tn7nh>f tS, 2 
, 2, 3, 3, -fF77Wn7nh'W|, 2, 2, 3, 3, 3-^>? 
T^n^ntf;^**. l-^;v-2, 2, 2 - M; -7;i/;*-n 
^ 2,2,2-h';-7;i/^-n-i - (> i; -7;u^-n^^;i^) Ji^;vf-^-^ 

2,3,3, 3 - ^ ^ 7 D 7*0 f^f tl|^)^7 ^ |7i^iVf 

3) HU^tra^^-y^^T^^r^H, t7 7f7^3 + ySM^7 7l7;V 
[0 0 19] 
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+ ^ T'J-^f*i, 7 V -^^7 -^iXli7 'J - 
^*<0fiF*Lv*JWWIfcLT*i, 2- (7;i/tn^f^) 7x-;H, 2- (7 
)V*u*Y**y) 7x-^i, 2- (7;l/*n*^;i,^*) 7^-;^ 3 _ ( 
7 /u*n 7x-;H, 3- {7»*u*y**,) 7x-*|, 3- ("7 

>u*n**-/u^*) 7x-;H, 4- (7;v*n7^;u) 7 x^S, 4- (7 
^*n*f*-» 7x^jH > 4- (7;v^n^^;i/^^-) y^-)v^ 2- ( 
v7;V*n^;i/) 7x^;H, 2- (yWo^^y) 7 x-;H > 2- 
(v7;^D^Wt) 7x-^i, 3- (V7fr*U 7x-;V|, 

3- (y 7 ;^n^hdfy) 7x-;H, 3- (y7;^n^^ft) 7jt - 

4- (y'7Wn>f;v) 7x;;H, 4- (y7Wn^H-» 7jt 
4- (y'7;Vto^^t) 7x-*jt, 2- (f'j7^D^^ 
) 7x-;H, 2- (h'J7^n^f+y) 7^;i^ 2- (h>j7^tn 

7.x^;i^ 3- ( M; 7;i^n7f-^) 7^;^ 3- 
■7;V4-n^ h^-v) 3- (f^^tn^fw) 7i-;vS, 

4- (M;7;i/*tM?-;u) 7^-;l^ 4 _ ( h 7; v^- n ^ h 7^- 

4- (h^) yjptu^^jv^-^-) 7^;i^> 
2- (2-7;v*nj^^) 7^;i^ 2- (2-7Wnxf^y) 7^- 
A'*, 2- (2-7;i^n-x^;v^) y^-fr^ 3 _ (2- 7 ;^nx^ 
) 7xxiH, 3- ( 2 - 7W Di^y) 7x-;H, 3- (2-7;V*n 
J^?-fr^*) 7x^j^ 4- (2-7;VtDxf;i.) 7.x^;i/^ 4- (2- 
7Wnx ^-» 7a.:x;i^ 4- (2 -7)V^u^)V^) 7^xi;i^ 
2- (2, 2-v-7;l/^n^^-;v) -7^-;^ 2 - (2, 2-77Wnxf 
*v) 7xx;^ 2 - (2, 2-> ? 7;P^njE.f-;u^^) 7^-;^ 3 _ ( 
2, 2-y'7Wnxf^) 7.x-;i^ 3 _ ( 2 , 2-^7^^-n^h^v) 
•7^^;^, 3- (2, 2-y7^nx W t) 7.x 4- (2, 2 
-y7;l/tDxf;i.) 7x.^;i^ 4- (2, 2 - 5*7 > * 7^ - 

4- (2, 2-y7/Vtnxf^t) 7x-^i, 2- (2, 2, 2- 
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1 2 " (2 ' 2 ' >-HWDxf W) 7i ^ s 3 _ 

4- (2, 2, 2-H,?»*ux+» 7i 4- (2 2 2 

[0 0 2 OJ 
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Jj^p 0 0 2 -2 8 1 2 7 1 ^ ^-v: 21/ 

gg % 3 _ i; h^v) tf^V-;v- 1 3- (h 1 ;?;!/* 

u*<f-fr*f-*) ^7 7-^-1-^^ l-[3- (h'J7^n>f;v) 
7y.j)Vt^y|, l-[3- (f'J7;vtn^h^»]e 7 7iJWyi, 
1_[3_ ( h vj 7;v^n^f-;V^-^) Itf^/U^^v^ 3- (1, 1, 2 
2, 2-^>^7;Vtnxf;i/) V-^- 1 -'Oi'^ 3- (1, 1, 2 
2, 2-^>^7;vtnxh^y) 117 7-^-1-^^ 3- (1, 1, 
2, 2, \LyV-)V- I l-[3- 

(1, 1, 2, 2, 2 7;vtnxfji/) V'J ^t^-/l> i-[3 

- (1, 1, 2, 2, 2-^>^7]VtnxKy) ] fci7 V' 1 ; ;i^3rV*> 1 
_[ 3 _ ( 1? 1? 2, 2, 2-^>^7;V^nxf;Vft) ] fcf 7 V V Jl'** v 
3k 4- ( h vj 7;i^u^;v) if ^ V-;v- 1 4- (b'J7^tn 

tf7 7*-;v-l-^f^ 4- (h'J7Wn^Wt) e^V- 
)V-\-4)vm, l — [ 4 — (f'j7;vtn^f;v) Jfc^/VWyi, 1- 
[ 4 _ (hij7Wn^h^y) If^/'JM^vl, l-[4- (H;?^* 
n^;i/^*) ]ti^y^;^^^v^ 2- (f'J7;^n^f;v) <f ^ yv- 
)\,-\-<{)vm, 2- (h 'J y)V*u* Y ^rv) ^ yv-fr- 1 --T^*> 2 

- )V0ru t^-fr?-*) A ^ yv-fr- 1 --f ;v*> l-[2- ( b V "7 
;i/*n*f-;v) ]^5r/V;H^y^ l-[2- (h'J7^nn^v) ] 
^5r/9^t^yi, 1 -[2- (hi;-7;v^n^f-;v^^-) 

*v*> 4- (f'J7;vtn^f^) ^f5r/-^-l — frt"*, 4- (f'J7 
;V*n^>*v) 4- (f'J7W>Wt) 

^$ry-;v-l-^f;i^ l-[4- (f'j7;^n^f;v)]^r/'J^t 
1 -[4 - (>'J7^n^f^y) H 5 ^/'J;H^rvi> l-[4 

- (> V 7;v^-n^^;vf-^-) ]-f 5^/'J^t^vL 4- (1, 1, 2, 2 
2-s<y?-7)V7tu^1-)]/) 4 5 jT */-)]/- 1 ->Ova^ 4- (1, 1, 2, 

2, 2-^>^7JVtDXf^y) >f 5/7-^- 1 - 'f ^ 4- (1, 1, 
2, 2, 2-^>^7;i'tnifm) ^ i -xf;u^s^f t,tL 

. C^HIffiK^ 3- (> >; 7;v*n^f-;v) fcf 7 V-fl'-. 1 ->f ^> 
3 _ (>ij7;vtn^h^ry) tf 7 1 -A 3- (h'j7iVtn^ 
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1-4*^ 3- (1, l, 2 , 2, 2 
fc^y--*-!-^;^ 3 _ (lf lf 2> 2> g-^*?** 
Dlh ^ 3- (1, 1, 2 , 2, 2-^*?* 

^-n^^;u^^) b°7V-;i/-i-^;^ 2 - (h'j7^D^^) 
'/-*-i->f^ 2- (fU7;vtn^ -f^^ry-^-i-^^ 
, 2- (h'J7Wn^f W ) J ^yv-)v-i-j)vm, 4- (hi; 7 ^ 

V-;v-i->f;v^ 4 - (hv 7 ^n^wt) ^ ^v*-;i/- i ->f ,v 
[0 0 2 1] 

ttz, ±IB-*b*; (1) T?*S*L*Yb^o^F*i: LTtt, JIS, 1000 

mr, !SF*L<tt7 5ojaT, ±o»*L<tt5oojaTotoT**. 

2) (2) t^StL&ft^ 

WWo*«flfcLr«ffl$*L«±B-«st (i) t^^ft^H, 



[0 0 2 2] 

*K *3tQla|±Qlfcpn^ 0 ^ ffiL<l4-0R3r*$*i4i|-cft4 o 
Q2a^ i) Qla#- 0 R3«**L*****^fc tt , **** ; 7 * * 

3k TV — )V7j -)UMXIZ TV- )ls*-JV&-C$ > % ) 0 
[0 0 2 3] 

±BQ2a+© X 2ttHr«o- to 5 (l) OQ2^»t4ofcn«^ 0% R 4' f4 
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0^7'j-;Hf|,^ £^&»±tt*«>-IW; (1) OQ2n^»t*R*T*»r 
e>*t^*OtBWIO*O3j«Ht»r6*L* 0 fc£U 1) Qla#-0R3-C3E3*.* 
x2#J|L|frfro*^ R^limft^tLT^T* i^7^iW< 
, 2) Qla#- 0 R3-c*$*t4*-C*»), X2#-0-©»# % R^ttltfcSiK 
TV>T*J:v»r**A*-eii*<, 3 ) Qla**7/U***©*ft.fctt, Q2a$r T 

[0 0 2 4] 
[0 0 2 5] 

(4-«ftfxy [2, 3-d] ^U5^IMM:0«i^) 
[0 0 2 6] 

"■c* Tiess*, Ytt, 7 7« 3*mm***> 

[0 0 2 7] 
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Mb 1 2 ] 



■-«--=r**- "Stt = "W 



(10) (11) ° 



(13) < 14 > 









R^X 3 (15) 


XfS-7 



is-5 ^a- 6 o 2 " 

(2a) (2b) (17) 

(18) 

.LfB^^R 1 . R 2 > R3, Q2b, YRZfX^m^tmmX'h^), R21(±* 
[0 0 2 8] 

ttz, Q2b^ LT$f$ b< (i> ^7 7|r;^)H, ^7 7f7^3*'>iR 

ttTV^, 7V-Wti, T'J-^^-f 

— ;vSX<±TV ;v3£-c**o 

±ia«MS^ffe- ifc;fe»t*xg- 1 — ^ do) T^^tL^>^^-r;Hf 
mfctr* h-WfrtZKfcmt, — *b£ (i i) -e^^ttarv^r-b 

h i; ^SNWjcSrjRjS-f &Ifre*£o 3- (f'J7^tn^f^» £ 

A*m^^^^ , r^l4«r»^»-T?2b*). (1 1) T?^£*l£7 

y;v7^f-f'j^i$#<oH, Tie-^ (7) 
[0 0 2 9] 
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Mb i 3 ] 




(7) 



[0 0 3 0] 

^xeo^iittafe^^T^ff -5 - ttfW&<D&"?i&* lti± 

fWy^VT'n^T^ K (L D A) , n-r^9f-9A, sec-7^;w; 
[0 0 3 1] 

f ^ kKD7 7> (THF) . V* f^ryx^ (DME) . 1.4-^** 
[0 0 3 2] 

X?l- 2 W\ — tfs£ (ii) Tt^^Ty^T-b h y f^, — ^ 

(1 2) t»SWft«S01ttBgH, (1 3) T*3*l*2- 

T$s**7*>mm4*t:mm.'rz3M-?t>*o --t% a 3 ) <?& $ 
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[0 0 3 3] 
lit I 4] 



R 




R ! 



-to) "C^S *L& 2 - T 5 J - 3 - (g&^ > ^) f*7x >m^a9f% 
[0 0 3 4] 

#IDgii, J.Med. Chem. 1973^, H16^, 214K tc3B*0^ffitwifl DT^ff 3 £ t ^ 

V>> N,N-vV^-;i/T-i; > (DMA) N N,N-^xf ;V7-'J>> 4-t 
-^;v-n, n-v^-^^t- 1 ; ^ fc?ijv>\ 4- (^w^) tf; 
v> (DMA P) > k?3'J>, ;l^v>. 1, 5-5^Tiflf'>^n[5. 4. 0]? 
>f^-5-i> (DBU) , l,4-^7fey^n[2.2.2]t^^> (D 

abco) , J $yv-fr&<o%ffl&&;*.mtti- 

iJf^A7U\ t>'J»>A75K, 'Jf)AyMV^Dli>T5K (LDA) 

h**>K, h V ^Ax >^rv h\ # V A - t -7 h Kf<07 
V&«^3F£fl§v> if^UO. 1-2.0^ 
ftfflv**£*:K<J: «K < BW»*#*ifc**t?i*o 

[0 0 3 5] 

ffln^W ? tUo mmtLX^ N,N-y^WiVA7^ K (DMF) 
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y/D ^ X ^^ ^^^^7> (THF) . v^*v,r_*> (DM 
E) , l,4-v^-^-9-^<7)^-^;^^ ; y^^^^y (DMS 

0) 4v?u^;-) V (i PA ) »o 7 *3-^ 
[0 0 3 6] 

18-3 14, -ass* (13) •C^**t*2-T5y^*7*>»»*i:^u r 

fc*£i63*, (14) «^2-tKD^yfiy [2, 3-d] fcf 

[0 0 3 7] 

Chem.Pharm.Bull. , 1980^, ^28%, 3172JTfc:WRo*tttCl» £T*t 
T5K (DMF) * N,N-^W-th7U\ N-^;vfn-JK>^ 

nt>X ~ f;K ^h5KKn79> (THF) , y^^> (DME) 
, l,4-V**V>mv>x.-7-»m®m; K (DMSO) 

^V^n;v-* (IPA) *©T*3-/U3R*a 

[0 0 3 8] 
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C2 0 0 2 -2 8 1 2 7 1 ^ 



0 



[2, 3-d] fc (14) n 

10 0 3 9] 

Cha.Pharm.Bull. , 1980#, £28%, S17?jrKB«»*»a* C Tff 

N-^^** AT? K (DBF) , N.M-^^ rt|>T , h% N N L 
[0 0 4 0] 

[0 0 4 1] 

xrn-s*, -« (2a) [a 

. ... ^ (2b) T***-**^ [2, 3-d] try 



tB!E#2 003-3089800 




2002-281271 A ^-y . 




. ^^^yyo k >7^ K (L D A) , n-r*/uy** A , sec -^ 
*V** A . t-r^/uy** A% hy****y*y** A , y**^** 

jwH-hy* A , jw*y* A , **ft*hy* A , 

. M;r*-*T5^ N- * y^ N,N-^^ T - V > ( DM 

4- (^WU) ^y^ (DMAP) , fr+vz, 
, 1.5-VTiWi,*ut5.4.0l*>r*-5-x.> (D B U) , 1.4-5; 
7^fv*n[2.2.2]*^> (DABCO) , 4 

10 0 4 2] 

; 7-fe h x, h y ; K - h ,; h i; . ^ ^ 

;K n5tKD77> (THF) , ^^yxry (DME) % 2.4-5; 

^t^x- fW; ^ fHH ^ >F (DMSO) , 

* ^vyn;v-;v (i PA ) ^r^-^l;^,^ 

[0 0 4 3] 

Xe-6tt. (2 b) Xlb^-S-Cabafls^oWW^rt 

ftU -flfc* (1 7) Tv^^tL^^y [2, 3-d] kTy S 
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[0 0 4 41 

- 6 imim zm^zztKxvnozttfxz, watn tux 

[0 0 4 5] 

Xfl-7f±, — JKaS: (14) 2 -fc Kn^ryfx; [2, 3-d] tf 

y * (15) T?«$*L4<b-frWi:*RJE&$-fr*i4:*cJ: tK 

— «s$; (is) -e^^tt^^^y [2, 3-d] $i?>mntzm&'t&xm 

X&& 0 

[0 0 4 6] 

N.N-v^^VT-'J > (DMA) „ N.N-^xf^/T-TA 4-t-7^ 

;v-N,N-y^f;i/7-T/> eyyv. 4- (*^W5y) tfy^> ( 

DMA P) . fcfny^, l,5-y7fey^n[5.4.0]^>f^ 
-5-^> (DBU) . 1, 4-y'7f tfv^n[2. 2. 2]***> (DABC 

o) , >f 5 ^^/-A'f otHttif i t^-ei «5 0 MM'b'J7;K 
;V7^->A^D7/f KjRUU if^UO. 1-2. 0Siffiv>SiU:J: 

[0 0 4 7] 
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It^ut^ti^o mmtLXli, 7k ; N, N-y^W^AT^ K (DM 

;K 7h7kKD77> (THF) , y^Kvx^ (DME) , 1,4-v 
*H^x-f««; ^^f;^;v*^y K (DMSO) ; **v^±c 

[0 0 4 8] 



0*+, Q 2 bfiHfrfBtra^-e^,^> 0 ) 

Xg-8(±. 7y;V7-bb-MJ;vi$# (11) ^2, 5-ytKn^y- 
1, 4-^T>«rftffi$*. (2 0) fi$^2-7^ft7xV 

[0 0 4 9] 

^T5>. y^V/ntf^xw^, h'J7f;V7ry, N-*f-/l/*/M* 
N.N-y^^Txijy (DMA) . N.N-yxW^rA 4-t 

-^/u-N.N-^^r-v>, eyy>, 4- (v^^r^y) 

(DMA P) , \£^V>, ;U^v>, 1, 5-vT-rtfv^n[5. 4. 0]-7' 
y?*?-5-^> (DBU) , 1, 4-^T^e>^tt[2. 2. 2]*?*> (D 
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ab c o) . <( * w-***<oiwatit ; *mit-t f^A, **fb* * a. 

V?">A75 K, thVfAT^ h\ yf->AyMv^nt>75 K (LDA) 
, 7*^;W;^A, t-Wjf^A, h'J>f^y'j;P'Jf>>A, 'j^-y-A 

^-t-^'Hy Wo r ;v a y &juk£**ffl v> * £ * „ jutti, 

[0 0 5 0] 

MF) , N,N-y^f;n-tf75 h\ N-^f;Vk e n'j K>f^r? yjhm 
m ; T-fe h - h v ;k yn h y ;M£<t>~ h y /i/^ftft ; ^^-t* h 

7h5tKn75> (THF) . V * ^yxr/ (DME) ,1,4- 

^^■^■ij-^ojc-T-^M*** ; ^fHm->F (dm so) ; ^y- 

;K ^y^n;V-)U (I PA) ^7^3-^1 ; *£\,>tt£ 

10 0 5 1] 
[ftl6] 



R 



r^Vq ! 
o 




tb!E#2 003-3089800 



002-281271 ^- v : 33/ 

X^-9i±. 75/ft7x>f## (13) fcY-CH2CN-e^$*U,>fb 
^t*^bT^5-^A^O^^Bi^ETRJC&$*, [2, 3-d] \£ 

V$i?>mmfc (2 1) S:»StiIgt*«5o 
[0 0 5 2] 

*Xgtt. J.Med.Chem. , 1996^,3139^, &16#, 5176KfcfB*c<*>#i£K*iS 

*o3S?#flU*tfb**M#«t ; ^nnm, ^nn^A EM^tf^)^ 
[0 0 5 3] 

X@- 1 0 li^-x^ [2, 3-d] tTU ^ (2 1) £R23x4HT-^ 

^^^-a-^t^Bu^ox^-5 fcHflioaw^-cRje**, [2, 3-d] 
\£v$y>nmft (22) ^^Tti-^x^i-e^^o 

[0 0 5 4] 

IS-1 lfi> T^y^^7^>E^# (13) , ^'Jt+y'J y^BWSlWW 
f7>^--)A^Sl£?^^ ^a^y [2, 3-d] W 

ywmmfo (23) £*iti-*xircfc*o 

t£XM\±> Tetrahedron, 1993^, H49^, ^31^-,6899M^ffim<O^^C 
[0 0 5 5] 

ffln:t^t'Hc iit Ltli, tK ; N,N-^fWA7^ K (DM 
F) , N,N-y^f;V7-bh75 K, N-^f ^tfn'J K>fOT5 KM1 



ffiiE# 2003-3089800 



2002-281271 ^ : 34/ 

;7-bh-h'j ;k "/n t:;*- h y )vm<o~ Y y ; y? y -;K ji* y 

-;K 7'n/-?y-;K A vfujty -;i/for;V3-^||I ; yxf;i/x-f 
;K vW/Dkf^i-f;K fh7tKn77> (T H F) , ~J y J* 
y (DME) , 1 , 4 - y t+t >f (7)x-f ; ^'^f ;^^*4y K 

(dmso) ; &&^teztib<Dm.&mm^<DKfc4zm*Rtez%^mmx~&K 

[0 0 5 6] 

Xfl-12te, ?-x.y [ 2 , 3-d] \£V $ yy* frtfymMMfa (2 3) tf»<b 
^y [2, 3-d] (f>J5y>fi# (2 4) fcSii-r&Xg-rfc* 

o 

[0 0 5 7] 

w^ruyj vzmm-i^ ?-^y [2, 3-d] \£v §i?>mMt (24) *mm. 

7 5>, y^y^ne^xfji/rrA f'J7f;v7^>, N-*?-/we/u*y 
>> N,N-yVf;V7-'J> (DMA) , N, N- y*xf;V7x«J V, 4-t- 
7f;V-N,N-y^f^7-'J>, fcfVv^ 4- (yVf;V7 5/ ) If' ; V 
y (DMA P) , ;i^v>>, l , 5 - y*7f tf vy- n [ 5 . 4 . 0 ] tf > 

7*?- 5 -x.> (DBU) „ 1, 4-vT«9-*lfv^D[2. 2. 2]***> (DA 
BCO) > 5 r/-^*©*«l*f *fv»i i 4 e tt*»4, 

ttLTO. 1 ~2. 0^:ftffiv>££ £K± jRjgj; < BM®*&2> Z 

o 

[0 0 5 8] 

/Si"* ilt IT(±, tJc ; N,N-^W;i/A7^ K (DM 

F) „ N,N-y7W-bh75 b\ N-^f^tfn'J K>f©7 5 K^*f8£ 
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^-v: 35/ 



;K fh5EKn7?> (THF) , h^S/Jc^> (DME) , 1,4-v 
t+t>|ox-f (DMSO) ;ab*v^±i 

[0 0 5 9] 
[0 0 6 0J 

Wki 7] 



) 

I«-13tt. [2, 3-d] f>j5y>»(2a) fcR^SnT 

mZtiZtt&WtZKfcZitZZtKXt), fxy [2, 3-d] tTys^vfl* 
# (2 5) SrMiti-^X5gT^>^ 0 
[0 0 6 1] 

*Igfi, (Ph 3 P) 2 PdC l2^^9^^A«ij|E*fflv^ii:jcJ:0^ 
ff7bKn 7 7> (THF) . y^+yxr/ (DME) , 1,4— 




R^Sn 




(25) 
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#igy 0 0 2 - 2 8 1 2 7 1 ^ ^-v: 36/ 



[0 0 6 2] 

[ft l 8 ] 

(23) (26) (27) 

Rl^ R2^^Q2b { i^|Bi;[WIDitP*^^i-o ) 

IH-14li, fx; [2, 3-d] 5^>*^#>Bltl#flE (2 3) *m 
^ait4ii:ti 0. [2, 3-d] (2 6) «r«a-r* 

[0 0 6 3] 

fflt^-H s fl^c »*SEfcLT»i. *;N,N-^WWT5K (DM 
F) ^ N,N-y>W-bh75 h\ N-^f^^nV K>^07 5 K*»«t 

/K xh7tKn77> (THF) , y^f^-W/ (DME) . l,4-i> 

^^z/m<o^-7-)^mU ; K (dmso) 

[0 0 6 4] 

xjg-i [2, 3-d] eys (2 6) nswiaiifctfUB 



{tiliE# 2003-3089800 




|I2 0 0 2-2 8 1 2 7 1 ^ ^-~>- 



<r*fm***zt**^ [2 , 3 - d] 

(2 7) tftltilSt?**. 
[0 0 6 5] 

*IStt, Synthesis, 19843=, (*lXKm<0*&KmiTlf) Zt#V& Z 

o 

[0 0 6 6] 

N-***,**,,,,, H.N-W^,, (DMA) , b.h-j,^; 
*n [6 .4.0]»>r*-5-x> (DBU), 1. 4-iW,o [2 2 

(dab c o) , ^^->u^m^*im^^t^ 

*. ttfttt, Mt:#U 0 . 1 ~ 2 . o *«bv, 4 £ t K j. „ , m t < 
[0 0 6 7) 



iiJSE#2 003-3089800 




»H2 0 0 2-2 8 1 2 7 1 _ 



>K n« f o„, (THF) , ^K +Sw (DME) , 1 4-y 

i^**,,^,, (DMsQ) 

10 0 6 81 




(31) 



r t * * T . T , ^ 1>T , _ u R27( 

XS-1 6(± , T^^y^ >mm# (28) ir . >Mfcu ^ 
*# (2 9) i»iltJIgf* 4o 
10 0 6 9] 

, N.N-i^r^ (DMA) , H.N- W *y = . ;> 4 _ t _ r 

(DMAP). 1.6-^r^n[B.4.0]*>r 
»-5-x> (DBU) . 1,4- W ,, D[ , 2 2W „^ (dab 



tfi§Bf#2 003-3089800 
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co) , izrv-HHnmaamtmvtzim^ SS( ^ m 
to.i^.osii„- t(:i ,, Wl<gwm . 

[0 0 7 0] 

♦♦♦^^-rA^MBjj,,,^^^,, (DMS0) :1MR 

[0 0 7 1] 

18-1714, mx>«»»(j,) 4-tF 
' [2, 3-d] IfH^BW, (3 0) t«i-4 Mrib4o 

1.5-^->,n t S.4.0]^^- 5 -^ (DB 
U) , l,4-iW->,n [2 .2.2]*^> (DAB C 0) , , , 

[0 0 7 2] 



tBiiE#2 003-3089800 




»2 0 0 2-2 8 1 2 7 1 ^ ^-->-- 

F) , H.M-W fm>7 , K, H->f*iB, r^r* KX*K 

*, n«K07,> (THF) . ->-^ + ->^ #> (DME) , 1 4 -V 

***'^>^-^ M:v ^^^ v (DMS0) . ^ 9J _^ 

, ^y rt ;v-* (I PA ) f»7^-« i;feviK 

[0 0 7 3] 

r 12, 3-d] t';3->*>SS# (3 0) 

. 3 -d] trv 5 (si) fc-Ka+sis-c.**. 

[0 0 7 4] 

IS-19tt, 4-,ny, fl , [2>3 _ d] e,,^ >|MW( 3 fc 
^ [2, 3-d] evit»m** (3 2) t«W*x«-e**. 

c0.1~2.0Sgffl^ £i(c± „, «*J:<H»*t»*c i :*r TS4 R 
[0 0 7 5] 
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C2 0 0 2-2 8 1 2 7 1 ^ 



-5) o 

(0 0 7 6) 

rasa, or:*bmammx«>nm*c>m&miitit:m&-v{f)e.tK*i> 

18-201*, [2, 3-d] <£>)$i»m** (32) iQ2b- 0H -C 

[2 , 3- d ] S „ y>|w (3S) 

[0 0 7 7J 

*is«, »«tTwj) ;t« Lv ». set LTtt , *^ fc+ h 

/hf>K^7 M .,*«aS; Hxf*7 5>, f-fy?Dlf*xf* 7 

e>)i» (dma p) , e*,,>, l.s-vwsws 

.4.0]»-/W-5-z> (DBU) , U-?Tf mBll . u)t , 
(DAB C O) , ^r/.WWIM^rtv.jj^,^ 
«WLT0.1~|.o«Mv.» CiCJ;9( Wi<H»*«»*£ 

[0 0 7 81 
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^fcKn^ (THF) , ^ (DME) , i 4-* 

^^^^-^^.^^ ; ^^, >K (dmso) 

* -fvrn^-A, (IPA) ♦or^-^j^v^. 

[0 0 7 9] 
[ft 2 0] 

oralis- 7] 



(34) (35) 



(37) 



• R 2 XS- 26 R ^ IS _ 27 R^J^,, 

(^ (39) (40) (41) 

- -ft* (4 1) C*W*2oo Q 2b tt , t Wjlf ,- ? ^ nj( ^ T 
&&v>„ ) 

I0 0 8 0) 

fltiiimLMiHTtt, *:N.M-y J .^** Ar , K (DM 

F) , V.X- 9 *+»T*y r * ^ N — >-f-;wtfn >j K^ r5 KJWM| 



ffiiiEiff 2 003-3089800 
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A\ rh7tKn77> (THF) , *J*h (DME) , 1,4-5; 

***>*<Dx.-T»&nm; y^^H + yF (DMSO) ; |ftg ; * * 

jyyusw-fr (ipa) ^ri^-j^ii^^ 

[0 0 8 1] 

X*I-2 2fi, 7WFft7x>|||#(3 5) MOJjg-17fc 
WWoHftW^y [2, 3-d] enr/-2, 4-^>»#ft: ( 3 6) «r 

[0 0 8 2] 

X*i-2 3fi, [2, 3-d] ev<^>-2, 4-yt>i*f (3 6 

) *M^)Ig-4 fcHHtoiftffcfcJ: O^nrWfcU 2, 
^ [2, 3-d] (37) «r«ati-*XSB-C** 0 

Ii-2 4MlS-2 6li, '>ny;fx; [2, 3-d] 

(3 7) Xtt (3 9) frfcHflfcOIfi-l 9t|B|«oawtK:j:0, fxy [ 2 , 
3-d] e'H^WMlc (3 8) Xl± (4 0) ttttilfini, 

IS-2 5Mlg-2 7(i, *f-x.j [2, 3-d] e^y>i^( 38) 
X«i (4 0) lt^OXfS-2 0 i H*©i|flH= J: [2, 3-d] tf 

(3 9) XI* (4 1) t«ti-*IST*4 0 

[0 0 8 3] 

[Ih2i] 




,13 




CT 0 -B(OH) g 



Q' 



tBSE#2 003-3089800 
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: 44/ 



Ig-2 8li. [2, 3-d] k°'J?y>iSft (4 2) £ 

Kfl-fc/Bv\ ^-^y [2, 3-d] e-Jv/^Iif (4 3) *fiffit4Igt?* 

[0 0 8 4] 

*Xm&> Tetrahedron Lett., 1999^, H40%, H51^, 9005KKSEIft<Z># 
>\ N, N->^ f;VT-'J > (DMA) , N, N- yxf^T-'J > 

, 4- 1 -y^-N.N-v^^T-y e';^>, 4- (^^75 

J) h'V^V (DMA P) , tfn'JV, 1 , tfv^n[5. 

4. 0]-7>T-^-5-J.> (DBU) , l,4-^7fty^D[2.2.2]t^ 
*V (DABCO) > ^^*7-;WiMf^fflv^iMs t |^ o 

a, iftMuo. i~2. osiffiv^itia 0, W£ < ewt?*#^- 

[0 0 8 5] 

f-)K 7>7tKn77> (THF) , (DME) . 1,4- 

[0 0 8 6] 
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45/ 



[0 0 8 7] 

Wilt *»#J-Ctt 1 - 90MX, 0.1-30 
ttV IL#J-e(± 1 - 50m»%, 7D77^Jt1i 5 - 50fiiX**jg^-C*& 
o £*l&©±|b-«3$ (i) -e^^tt^^tf^^i-^M^Jfi, J: 

[0 0 8 8] 

«3W0W*twi5V»T«ffl$*L4»|ft»|fcLrt±, ^/ht 
-frfA jLfs-fr^ ;/n/\V-;K 

->M£)> lrh>m (T^f'A ^f;VxWf^ n'Mf-flV ^ y 
*ny^) „ (^.x^wc— r/K ^^-^ ^nvj^lf) 

^rvv>, y;w^ h^y^ ^ ^;i^y i^y#) , ^uy^it 

;k i&BftT^/K mu&Bl^v -tu >jc*7-/MK3s) > - h u (7-tr h y 



ffiSE^ 2003-3089800 
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[0 0 8 9] 

fWja-^ sKVxfv>^ij3-^ ^ny^A. (f»flik Ill 

#\ i§ns\ 0.01 - 5Mx£»t&o^}iij-e&£o Ml* 

3b •So 
[0 0 9 0] 

±SB— *8s$; (1) r^^Mt^^MSti, -fb^cDtfit^^^ #l 

i^tMMtttJi 2 - 2000^7 A, 0$ L<fi 5 - 1000^*^ AOfg 

if, >f**T\ ^;v*t-\ >f^e^ r^tf^ -f^tf, 
^T(i. *#>^^ 7 3^, T7J*^ $yvN=r^ 

[0 0 9 1] 



fttE#2 003-3089800 
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^- v : 47/ 



[0 0 9 2] 
[0 0 9 3] 

0-x.^-;v 0-6-- h n-m- h l ) sec-7f/l'*^*n7 5 Kf*x-b 
s _[ N _( 4 _^nn7x^;i/) — N— <f v 7n tf ;v * ;w*^e )V y ^ ;u] 0, 0- V 

[0 0 9 4] 

2-?uuTV ^ yxfjVyft*-A>->, 

S-2,3-v^nn7';;v yM 77°n t>f 

S-2,2,3- HJ*nn7'J A' ^V7nt>ft*-/\7- h, 



ttiSE# 2003-3089800 
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— V 



[0 0 9 5] 

3-(3,4-y^nn7x-;l/)-i i i-y^f j i / H, 1/ ^ 
3-(3,4-^^nD7x-;i/)-i-^ ^ 

l,l-v^^;w-3-[3-(h »; 7;i-^n^^;i/) 7a ,-;v]^ixr, 
3- [4- (4-* h^y7x^y)7x^]-i ) i-^ Wl/7> 
l-(l-^f^-l-7x^;l/xf;i,)-3-p- j, i;;^]^ 
3-(4-^V7"Dt:>7xx^)-i ) i-y^^H; l/7% 

3-(5-t-W;tH^-3-^)-i ,l-^mi/7, 
l-(5-t-^- U(4 -f7^7/-;i,-2-^v)- U -^ f ;^ W7% 

1- (^>V*f7y-^-2-^;0-l 1 3-^f;^ l/7 , ^ o 
[0 0 9 6] 

2- ^nn-N-(e-7V*-;i/-i-^;v P (^; l ,) 7 ^ h _2' >6 ._^c >j; ,y h% 
2- * n n -2' , 6' - V^-f-ju-n- 7 * f 7 ->j k\ 

N- (-7' h * v ^ - 2 - * n n -2\ 6' - yxf^ 7 t j, 7 -, ; K% 

2- * n n -2' , 6' - vi^;i,- N - ( 2 - y n ^yxf^) T-fe h T - »; K, 



£BiE#2 003-3089800 
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M-(^DD7W)-N-(2 l 6-i;xf J i,7x^)^.j^ 
3',4'-v* □D7'net>7- »; 

2 , ,4'-WD-2-[3-(h'j7^D^*)7xM^3f>7iij 

2-(l 1 3-^>^7'/-*-2-f*t*J/)-H-> Wt j >7 -, J K\ 

4 , --7;u^n-N-^y^ne;u-2-(5-h 1 ; 7 ;i.^n^^^- 1> 3 > 4_ f - Ti ; 
TV-;l/-2 — f^t^y)7-feF7xij k\ 

2-7n^-N-( a , ff -^ f ^ > ^ >) _ 3i3 _^ f;1/W7 , ^ 
N -t3-a-^^-l-^^;uyne;W^y^^ V '-; l/ _5_^ ;V/] _ 2>6 _^ 

[0 0 9 7] 

2,6—*=. h D-N,N-y7D^-4-(j, y 7 >U*n^^)r-y 

N- 6- ^hn-4-(hV7;^n> T - ^ 

2, 6- h n -Nl, Nl - V fu tf *-4- (hy 7 ^n> ^) 7 x ^ I > 

y'7^ 

N-(l-xf;l,7 , nk 1 ;i,)-2 i 6-y- hn-3,4-^y'j^, ^ G 
[0 0 9 8] 

(2,4,5-h^nn7i7^» j 



£tSIE# 2003-3089800 
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(4- * n n -2- >f;i/7xM *»lf«* X VZ^mmfa 

2-(4^nn-2-^;v 7 x^v)^ifr/^j; Wm 

2, 3, 6- h >; ^ n n£j,§$> # <£ t^-og^*^ 

3, 6- ^on - 2 - ^ h * ~>£,i>#^£ <fc ^Offi*#, 

4-r^-3 > 5 ( 6-h^Dnk-.j^-2-^ >** J: tf* 
(3, - 2 - tf i; * J: C*©* ^ 

(4- * n n -2- ^v^> y y y - 3 - ^ j ^off^ 

2- [4- [5- ( h y 7 *,* n * - 2 - if y ^>]7x^ v] 7- n ^> 

2- [4- - 5 - ( M; 7** n * - 2 - tf y^y*^ 

2-[4-(4-v7y-2-7^n7x^v)7x^v]/ D et>^i^ 
[0 0 9 9] 



ffitE#2 003-3089800 



^2 0 0 2-2 8 1 2 7 1 ^ ^-v : 51/ 

4- tKD^y-3,5-^a-R> V- b U <fc t/^Oiift, 
2-t--7*^;v-4,6-v- h n-7^y-;i/ioJ:iF-e<7)M^^ 

*^f-)\s 3-[l-(7 , J^t + y'f 5 /)7*^;V]-4-t: Kn*v-6,6-vy ^ 
-2- * * v -3- v * n^^r-fe > -l- * yV- bis J; ^o^, 
2-[l-(xb^y^ ^ y) , 7^;V']-5-[2-(Ji^-;i-^^)-7 0 ne;i/]-3- 1 KD 

2-[l-(i bdrv-f 5 y)y^;i/]-3-t: Kn^y-5-(f 7>-3-^f;v)-2- 

2-[l-(xhJry^ 5y)^nt>]-3-t KoJfv-5-(2,4,6- h U >f^7 

5- (3-y-f-V;V—2,4,6- h ^f;V7xx;P)-2-[l-(i>^y'f 5 7)"7°n 
lf;v]-3- 1: Kn^v-2- vy-n^-b^-l-*;/, 

2-[l-(3-^nnT'J ;v*3rW 5 / ) 7°n -5- [2- 7°n tf 
;i/]-3-t Kn^v-2-vy- n^^f-fe v — 1 — 

2-[l-(3-^nDT'J ;i/*^rv"f ^ y)7°n fcf;i/j-3-fc Kn^ v-5-A- 1: 
K ne 9 > - 4 - )V - 2 - -> y n ^ -b y - 1 - > . 

2-[2-y- dd-4-(> ^~)V^)V^ — )V)^<yV4 w^^y-y -1,3-5?* 

y, 

[0 10 0] 

4- -l«a7x-;v 2,4,6- h 7 ; ^nn-7i^;i^ jc--r;K 

5- (2,4-y^no7xy^y)-2--fD7-V-;K 

2-y-nn-4-(h V 7J^n>f;v)7xi;i' 3- J- >+y-4- - ^7x- 

y^ 5-(2,4-y^nn7 ^v)-2-~ hn^>y*x- K 

5-[2-y nn-4-( b 'J 7i^n^f;v)7x;^y]-2-x h u%cMMB.#£ 

0-[5-[2-y nu-4-(b V 7^n^f;l/)7x;^y]-2--hD^>y>f 



miiE# 2003-3089800 
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i** 0-[5-[2-^DD-4-(f>j7WD>^)7x/**/]-2-ifD 

^>V>f ;i^]-dl-^^t-- K 

5-[2^nn-4-(fV7^D^ 7 x y * ^ _ N _ ( „ ^ - ^ 

2-^nn-6--f>o-3-7iy^y7-ij^ ^ 
[0 10 1] 

1- (4, 6- h^e-H v > -2- -f -3- ^ v;K^ ^) * ^ 7 T ^ ^ ;l/ 

2 -(4-*nn- 6 -y h * v Vf V 5 >J>- 2 -J sua ;w^>f 
* 2- (4, 6- v ^ ^ tf 1; 5 *J > -2- >f ^^77^ *) 

* 2- [4, e-^(s;7nn^ + v) tr y 5 * > -2- 4 4 * 

2-(4,6-vV f^ye-J5y>-2^W;W^^u^77^;V 
l-(4,6-vV F^ye^y>-2^^)-3-(2-x f ^> 7l ^^ H 

h^vtf;^^>-2-^;w^^r > 

l-(2-^D7xx^H-^)-3-(4^ Hr*-6-**>l,-1.3.5-h 
V 7y>-2->f;V)7y7, 

;wy^^f ;i^;i^y ;i/]^>y^- K 

l-[2-(2-^oxf4y)7x^^^ ] _ 3 _ (4 ^ h ^>_ 6 _^ 



ffiEE# 2003-3089800 
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^-1,3,5- h 'J7y>-2-^V)>)l/7, 

l-(4,6-i^ h^rv-1,3,5- h 'JTv>-2-^;V)-3-[2-(2-^ h^v^ 
^^l" 2-[4-xb^y-6-(^f;i/7^y)-l J 3 ) 5- h V 7y>-2-^;^ 
*J-)V 2-[4-(yVf;V75y)-6-(2,2,2- b «; 7Wnxh^rv)-i i 3,5 

l-(4-^ h^v-6-^;V-l,3,5- h 'J 7v>— 2 — f — 3— [2— (3, 3, 3 — 
3- (4-* h^v-6-^^;v-i,3,5- h 'J 7y>-2-'f;v*;w^/f 

^7jl/7 7 ; e^V)ft7x> -2- # /l/tf^f yl/-b, 

5-(4,6-v^ h^ri/tfi; * *J y -2- j )V% )V j )V*)V7 )V 
)-\-* \£ y V- )V-A-ti Jl/^^y lx- K 

t^-fr 3-^nn-5-(4,6-y> F^yt'^^y^-fW^^W 

^77^ /u)— l— ^ v*-;v-4-*;v>K^rvi/- K 

l-(4,6-y^ h^->t?'J 5 ^>-2-^T;i/)-3-[3-(> i; 7;i/tn^f ;v)-2 

1- (4,6-v^ h^rvkf'; 5 > f >-2--f ;v)-3-[3-(^^-;v^;v*— ;i/)-2- 
fcf'J 1/7, 

2- (4,6-vV h^rvfcfV 5 v>-2-^ )VtDV/^j )V7,)Vy )V) -N,N- 
y^f;l/-3f >7 5 K„ 

2-(4,6-v^ h^rvtfi; 5 •^>'-2-^;i'^;v^^-f ^^77^^^ 

)-6- h V y )V*U*^-)V-^1-^-Y&£Tf^<D^ 

1- (2- * n n ^ 5 *V[1. 2-a] fcf >; v >-3-^f )V*)\>*-)V) -3- (4, 6- 

h^vVf V < y>-2-^;V)7V7> 

l-(4,6-v^ h^ytf'J 5 ^-2-^)-3-[2-(j^^*^*-;^H 5 ¥ 
V[l,2-a]tfU v>-3--T;v^;u^^;u)^i/T, ^ Q 
[0 10 2] 




£tJIE# 2003-3089800 



2002-281271 ^ ^-v 

1, 1' - ^;l/-4, 4' - tftf ?A y^D'j K N 
l,l'-^^^>-2,2'-tf tfV v— "^A v-Zn^ K\ 

4- (2, 4-^nn^> -1, 3- v y ^ ^ y- ;i— 5- 4 ;v ^ ;vx > 

— 4— Y s 

2 - [4 - (2 , 4 - v y n n ^ > )V ) - 1 , 3 - V * )V fc? ? y - ;i/ - 5 - <Y ;v * * ~> 
]T*fe f7xy> > 

2- [4- (2, 4- v y n n -3- y > y-f ;u) -1, 3-y^f;ni7 y-;v-5 
-^^t^y]-4'-^f;l/7-bf7xy>, ^ Q 
[0 10 3] 

6-^nD-N2,N4-^i f .;v_ lj3j5 _ h , ; 7-/^-2,4-775 >^ 
6-^nn-N2-jc-^;i/-N4-^ yyn^-1,3,5- h U 7v>-2,4-vT^ 

2-[4-^nD-6-(xfjV7^)-i,3,5- h V )VT 5 y ]-2- 

N2,N4->?a.^;v-6-(y^;^^)-i,3,5- > 1; 7y>-2,4-y7^, 
N2- (l, 2- v y f/Pyn -n4-jh^;v-6- (y -1, 3, 5— f'J7 

y>-2,4-v75 

4-T 5 7 -6-t- 7*^-^-3- (y -1, 2,4- h V Tv>-5(4H) > 

[0 10 4] 

y?yi/ 2-(4--r y^n tf;i/-4-y^;v-5-^-^y-2 — r ^ *v»; y-2- 
-f ^)-4(5)-y-^;v^yyjc- j> x 

2- (4-^ y7°nt:>-4-^f;v-5~t^y-2-^ ^ y-2-^f ;W) 

> - 3 - fs )V sK y R£ i ?>*-£■ Oft, 
2-(4--T 7 7*ni;>-4-^f;l/-5-t^y-2-^ $ f7'J >-2--f;V)*y 
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12 002-281271 ^ ^-v : 



- >r ;u) tr v y > -3- # x j/fot, 

^^y>f;^)^l^j>^'-3-^;^ / -)f^J :^)i ^ ^ o 
[0 10 5] 

3-[2-^Dn-4-(^f;^;^^;i,)^>y^ ^]-2-(7x^W)e^ 
n [3.2.1] -2-^-^x^-4-^-^, 

2- [2-(3-^nn7x^;l/)-2,3-x^v7-D t >]-2- xf;K >^>-l 
,3- S>*>\ 

l-^f;v-3-7i-^-5-[3-(h v •7;v^-n^f-^) 7i -;i / ]_4_ tf,; K 
>\ 

3- ^n-4-(^D^^)-i-[ 3 -( f , j7Hn;(fjl/)7x:: ^_ 2 _ 

5-(^;V7^)-2-7x-;V-4-[3-(bV7;VtD^^)7xz;i,]77 
>-3(2H)-^-> > 

4- ^D-5-(^ W ^)-2.[3-(h';7^n^^) 7 x-;v]e.;^>. 
3(2H)-^-> N 

N,N-v.x^;V-3-(2,4,6- F>J^ f;V7x-;P7>^ - ^)-lH-l,2,4- h >; TV— 
4-(2-* DD7 i -;V)-N- y * v;U-N-^?-;V-4, y ^ f. 

N-[2, 4-v * d n-5-[4-(y' 7 ;vtn ^ 5-yt Kn- 3 -^;W5-^^7-i 

H-l, 2, 4- h y 7 V- ;v-l-^ ^]7x^]^^ ;l „ t>7 , K ^ 

2-^ o n-3-[2-^ n n-5-[4-(«;7i^n^;i,)-4 > 5-y t: 
)U-5-t * V-1H-1, 2, 4- h 1; T )V\-A-y)V* n7x^]7nn't * 

- K 

3-[4-^n.5.(y 7 D^^ W ^».2. 7H o7x-;i,).My7De'j 
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5-t-^;i/-3-(2, n n_5--f V 7n 7 i - ;i/)-i, 3, A-***)-i?T^ 
-^-2(3H)-*>. 

xf;v [2-^D-5-[4-^nn-5-(y7Wn^ F^y)^^^^/-^ 

3—f ^]-4-7^tD7xy^y]7^f_ ]s % 

4 v fu M)v 5- (4-7'n ^-i_y ^;u_ 5 _ h.;7;^n^f;m-7 V- ;v-3-^f * 
]-2-^ n n-4-y o^yy\x.— h N 

1- [4-* n n-3- (2, 2, 3, 3, 3-^ > 9 7 )V* n T'n *, y. )V ) 7 ^-^-5-7 
— ^-lH-1,2,4- h •JTy'-^-S-^^^t? 

2- (2- 5 U u ^ > s; ;v) -4,4-yVf;Kyt^f V V >-3-* > „ 

5-v 9 u 7°n tf ;i,-4_ [Z-(**JUX**-A,)-±a y 7n,* u jitrn,)^^ 

y 7 ^;i/-6-(h y y;i^ny?-;i,)tfy 5»-3-*/u#*s/i^ k 

2- 7nn- 6 -(4,6-yV h * v ey 5 v*>-2-^ J: ^04, 

2-(4,6-v^ h+ye^y>-2-^;^^y)-6-[l-(^ 
^■fyvj^yy^- ^ 

2, 6- If * (4, 6-S> * h * v tr y 5 ^>-2--Y J: rjr^ 

5-7*n^_3-sec-^;^-6-y *-/l/fcf y 5 ^>-2,4UH,3H)-^*->\ 
Z-t-7^)V-$-? U n-6-y ^fcfy 5 v >-2,4(lH, 3fl)-S>* > y 

3- v * n ^ v 5, 6 , 7-7- b 7 M K n v * n > * \£ y * *; >_ 2 , 4 (3H) - 5> * 

/fyyo ^ |/ 2-7DD-5-[l (2 ,3,6-f hyfc KD-3-^^2,6-yt^y-4-( 
h y 7;i/^npi^;u) tfy 5y7-M^]^>>/i^ K 

3-[l-(3, 5-7^ n n 7 x f jv].^ 4. *; ^ K n _ 6 _ ^ ^ ;l/ _ 5 _ ^ x 
- ^-2H-1, 3-* * -9- S> >-4-* > , 
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2.2.1]^y**>, 
N-(4-^nD7x-jl/).3,4,5,6-r YJK Kn7^;M * K> 

[2-^nD4-7^n-5-(i > 3 ) 4,5,6,7-A4tt Kn-i,3-^t*y- 
2H--T K-WJl/)7xy^ri/]7-bf- K 

2-[7-7;^o-3,4-^t: KD-3-t*V-4-(2-7°ne-;i/)-2H-l,4-^>7V^ 
v>_6-xf ;VK5,6,7-Th7k Kn-lH-f y^f> K-^-i,3(2H)-^>, 
.x^;u 2-^n-3-[2-^n-5-(l,3,4 ) 5,6 1 7-A+tk Ku-i, 3- V-2H 
7 ^ > K - ^-2-^f ;v) 7 x 7 ^ 'J 1/- K 

2-[2 ) 4-7^nD-5-(2-7nkr;vt^y)7x-jH-5,6 1 7,8-7h7k Kn-1,2 
,4-f 'J 77'n[4,3-a] f'J y >-3(2H)-t 

* ^ * [ [2- * n n -4- 7 ju * n -5- [ ( t- h 7 k: K n -3- * * y -1H, 3H- [1 , 3, 4] 

Ty77D[3 1 4a]^j/y>-M'Jfy)7^]7x^]ft]7tf-f, 
N- (2, 6-^7Wn7x- ;u) -5^f;V[l,2,4] h V7/n[l, 5-a] kf y 3 5> >-2- 
^^*>7^ h\ 

JK2,6-^Dn4->f*7x;*)^7-s;> h**>[1.2,4] h y 77n[i >5 . a ] 

tf v ^ -y y-2-^. > r * h\ 

* 3-? u n-2-(5-Jt h * v-7-y n [1, 2, 4] h V 7 Vn [l, 5-c] kf y < 

2,3-^t Kn-3,3-^^-;^>y 7 ^y-5--r;u .x*y*;l,**- h2-xh* 
v-2,3-vtl KD-3,3-yVf^>7'77>-5-^V K 
3-^yy-nkf;V-lH-2,l,3-^yy^T^T^y-4(3H)-^y-2,2-y^^v K, « 

o 

[0 10 6] 

imam] 

*H6«-i : 3- (^y;i/^n^^;w^^-) gcj&#afcj.^^o«ji 

[0 10 7] 
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[ft 2 2] 




S 1 ^OH ^ 




3-^^yh*A#ai(25.0g, 0.162mol)Ov>^-9->(i50mL)^^, 7fc(50m 

»=!**a***TV>. *+*»fb^hy^Ati(j r ^o2iaiajiDLfc. ®6*t* 

tMdMWc-Cft»LT*&, *S***Lfc. ^NMR «fc 0 , 3- 
[0 10 8] 

fc«tffc*-:J--/K28.4g, 0.239mol)£ Wlo^(30.nL)£«jU 100X;fcTlll*m 
^^-/KlOOiDfchi;i^T5>(24.1g. 0.239k>1)*>S**K 

(MERCKtt^KieselgelGO, 2McOEt-Hex) KJ:D*«U 3- (y7^n^ W 
*) fcM*x.*/U(30.7g, 84%)£#*: 0 

1H-NMR (400MHz, CDCI3) : 1.41(t, 3H, J=7.2Hz), 4.40(q, 2H, J=7.2Hz) ( 6.8 
6(t. 1H, J=56.8Hz), 7.48(t, 1H, J=8.0Hz), 7.77(dt, 1H, J=8.0Hz, 1.6Hz), 
8.10(dt. 1H, J=8.0Hz, 1.6Hz), 8.25(t, 1H, J-l.fflfe). 
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^-v : 59/ 



[0 10 91 
Kb 2 3] 



-20 , C^^*PL^^ b V ^Aif^ri/ K(22.7g, ca. 90%, 0.30mol)0 h ;V^> 
(l50^)E^ift*«tL fi(^f;Vif;H h V(21.6g, 0.30mol) 

twmv^+ji'te.sg, o.30mo\) <Dm.^m^mr Ltzo a£*7t, mmm^jB 

[0 110] 

3l#£c£^ -20*CH^SlL^^f-;Hi K7v>(15.5g, 0.34mol)<£) h (20 

^y-;v(150mL)^^ BU5&f?*LfctfB£(16.4g, 0.21mol)£ 

*7A (MERCK*fc§£Kieselgel6(K 10%Ac0Et-Hex) J: 0 ffijK U 4 - ^ n n - 3 
i - >f;nf7/-;v- 5-#;V**>^c^;i/(41.0g)£#fc o 

[0 111] 



yr/SH7 5 K(42.0g, 0.5mol) fcfflclt (16.0g, 0.5molK h'JiW^ 
(50.5g, 0 . 5mo 1 ) <£>DMF ( lOOmL) > ^SKT:/n kf* >y K(31.9g, 0 



[ft 2 4] 
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mit*Tu>x~m&L, mmm (42. 4 g ) *%tz 0 Mm£vu#^;i^A(MERc 

K*±S£Kieselgel60, 20%AcOEt-Hex) t:i V) ^ 2 -T ^ J - 5 7 
*>-3-:fr>HK*iM K^ft(52.6g, 67%) £ftfc 0 

1H-NMR (400MHz, CDCI3) : 2.27(d, 3H, J=1.2Hz), 5.32(br s, 2H), 6.01(br.s 
, 2H), 6.33(q, 1H, J=1.2Hz). 
mp: 140-141 1: 

mikm-4 : 5 -^7^- 2 -[(4, 4, 4-h '1 7Wo^f'j;v)7^ 
^>-3-*;W^>-9-5 K<^)^ 
[0 112] 



2-7<y-5-^Wt7x>-3-*Wt^ K(10.0g, 64.0mmol)<7)h V 
^ - t:SUtli 1^:4, 4, 4- f 'J 7 ;^ n 7f J n 7 ^ K(10.3g, 64.0mmol) 

ffrii 7 A (MERCKtt^Kieselgel60. 20~40%AcOEt-Hex) kz X. i) mm U 5 f- 
^-2-[(4, 4, 4-b 7WD7f'j^)7^]^7x>.3-*;Km^ 
K£^ft(6.58g, 37X)*»fc 0 

1H-NMR (400MHz, CDCI3) : 2.40(d, 3H, J-l.fflz). 2.5-2.6(m, 2H), 2.74(m, 2 
H), 5.64(br, 2H), 6.57(d, 1H, J=1.2Hz). 
mp: 151-153T: 



Mb 2 5] 
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«*«-5 : Kn^v_6_^^_ 2 _(3,3, 3-hV7^o/nk> 

) [2, 3-d] ^ i?y(DWkm 

[0 113] 



Wfc2 6] 




•V^CF 
OH 



5 2 -[(4. 4,44';7Hn^'J*)r^]f*7x>-3-** 
K(6.33g, 22.6mmol)Oi^y-;i,(5o m L)^^, *g!Hb# V * A (3.92 
g, 67.7tamol)«r*jDU 80X:^T7B#^D^^ Lfc„ SJ&frTlfc 

tt«*in;lTBM!fefcu WfflLfc***iMMk »**Lfcjp&t**«u ft» u 

4-K Kn + ^6->f*-2-(3, 3, 3-h 'J 7**n^n^) [ 2 , 
3-d] fcfy 5 v>(4.78g, 81X)*f»fc 0 

1H-NMR (400MHz, CDC1 3 ) : 2.55(d, 3H, J=1.2Hz), 2.74(m, 2H), 3.04(m, 2H), 
7.12(d, 1H, J-1.2&), 12.23(br.s, 1H). 
mp: 267-269T: (dec. ) 

m&m- 6 I 4-^D-6-^^2-(3 ) 3 I 3-h'j7Wn 7 -D^) 

[2, 3-d] e'J5y>(7)^ 
[0 114] 
Iffc2 7] 



0H & 



4-kKn + y-6-^;M-(3 ) 3,3-h.j7WD/D^) f iy [2 
, 3-d] S^(5.53g, 21.1mniol)ODMF(6mL)#«[^ *3->igfty ^Q 6 . 
lg, 0.105mol)£«jU 100 < C^T2^F B ^ D ^»tLL7t o ffl6*T*, 
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^-v: 62/ 



ERCKttSa(ieselgel60. 10%Ac0Et-Hex) K «fc *>f»ftL #^>tL/c^ H s H ^^ 
^r^rft&U 4^nD-6-^fjl'-2-(3 ) 3 ) 34V7WnyD^) ^ 
[2, 3-d] fcT»;$S»'(2.10g. 35X)*»fc 0 
«56«-7 : 6-^^;i^-4- -2-(3, 3, 34V7Wn^o 

fx; [2, 3-d] e>; $ 
[0 115] 



4-^nn-6-^f;i/-2-(3,3,3-f'J7;^D7'nt» fxy [2, 3- 
d] tfV 5 v>(2.10g, 7.48mmol)<5DTHF(30mL)^^, 15%^ ;Utj > 

^hV^A7fc^ffi(5.23g, 11.2nnol)**aniU 3^^D^^tfc 0 EffifcTlfe 

T^LT^t,^!^* Lfc. £SM£ v V * **** 7 A (MERCK#$£Kieselgel6 
0, 10%Ac0Et-Hex) fciflifiMSlU 6-^^;V-4- -2-(3,3,3- 
Hj7Wo7"nt» [ 2 , 3 -d] fc^ ^>(1.80g, 82%)*#fco 

1H-NMR (400MHz, CDCI3) : 2.59(d, 3H, J=1.2Hz), 2. 67 (a, 3H), 2. 7-2. 8 On. 2 
H), 3.23(m, 2H), 6.93(q, 1H, J=1.2Hz). 
mp: 81-83T: 

*Bt09-8 I 6-^^-;U-4- -2- (3, 3, 3-h V ~7)V* 

u?u\£)V) [2, 3-d] tf'n^/tf)»fi 

[0 116] 



Hk2 8] 
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lit 2 9] 




CF 3 

O=S=0 



6-^;u-4- (^;V7-*) -2-(3,3,3-h'j7^Dynk» 
[2, 3-d] fefy 3S»(l.60g, 5.47imnol)Ottft^^^>(20mL)*«jc, m - 
*an«5fc&*ll(2.83g. 16.4mmol) **ft!L l BMfcT«#Lfc 0 £»*T 

*XtftWDAJWGfcTtt»- lt*?,***** Lfco »£* -> y * 9 a (m 

ERCK*±MKieselgel6(h 20%AcOEt-Hex) iZX^nUU 6-X?-)ls-4- 

-2- (3.3, 3-f»;7>u*nyntr^) -Kxy [ 2 , 3_ d ] tfy $ 
S»(1.17g, 65%)£#£ 0 

1H-NMR (400MHz, CDCI3) : 2.70(d, 3H, J-l.fflz). 2.7-2.8(m, 2H), 3.38(s, 3 
H), 3.38(m, 2H), 7.65(q, 1H, J=1.2Hz). . 
mp: 60-61*0 

[0 117] 
[ft 3 0] 

vTy^^^;u(56.6g, O.&aolK «(16.0g. 0.5»l)XCJth»jx^7$ 
> (50. 5g, . 0. 5mol) ODMF(lOOmL) fcifc^O'C ftjflfc Lfct d*>K, 7*0 > T 
^7*fcK(31.9g, 0.55mol)^^^y~;Ki5mL)^ft*t9)o< $«TLfc (rtffl60 

L£ 0 3»*^y*r^*9A0ffiRCKtt«KieselgBl60, 20%AcOEt-Hex) JzJ; 0 



mtE#2 003-3089800 



^2 0 0 2 - 2 8 1 2 7 1 ^ ^-v : 64/ 

atsu 2-75 ;-5-*?-)^*7x->~3-z)i<#>m.^)v(si.sg, 89%)* 

iH-NMR (400MHz, CDC1 3 ) : 1.33(t, 3H, J=7.2Hz), 2.26(d, 3H, J=1.2Hz), 4.2 
5(q, 2H, J=7.2Hz), 5.76(br.s, 2H), 6.61(q, 1H, J=1.2Hz). 

[0 118] 
Ut3 1] 

o 



2-7 5 y-5-^;i/^:f :7i>-3-#;i/^^^;Kl0.0g, 54.0mmol)^ 
m(80mL)?#tj£^ yT>^t h y *A(7.01g, 0. 108mol)07]c(60mL)v#i££^o 
< OlTLit, RJfcfcTIk *&fi*»gUU 7K*L^f£«|$-fr, 5-^f^-2 

W K-^ -7 .x >- 3 -ti (7. 60g, 62%) £#*r 0 

1H-NMR (400MHz, CDCI3) : 1.36(t, 3H, J=7.2Hz), 2.35(d, 3H, J=1.2Hz), 4.2 
9(q, 2H, J=7.2Hz), 4.81(br.s, 2H), 6.78(d, 1H, J=L2Hz), 10.36(br.s, 1H) 

mp: 198-199"C (dec. ) 

*jt^-li:2, 4-ytFo^ry-6->Wxy [2, 3-d] f'J^y 

[0 119] 



fcBSE#2 003-3089800 




2 0 0 2-2 8 1 2 7 1 ^ 



[ft 3 2] 



*^y-^(100*)**C *BMfc*»;^A( 5 .«jg f 0.10mol)*«]U BOVK 

£yi£«J. ifcftLfc&fcJgfcS-g;. 2, 4-y'tKn4y-6->Wxy [ 
2, 3-d] tT'M v>(3.60g, 59X)*#fc 0 

1H-NMR (400MHz, CDC1 3 ) : 2.37(d, 3H, J-1.2&). 6.82(d, 1H, J=1.2Hz), 11. 
5(br.s, 1H), 11.7(br.s, 1H). 
mp: >300 £ C 

mmm-i2:2, 4-^00-6.^^x7 [ 2 , 3_ d ] 

[0 12 0] 
WIS 3 3] 



2, 4-y^Kn^y- 6 ^ Wxy [2> 3 _ d] tfy $ S» (6. 70g. 36>8 
mmoDcODMFdO^L)^^, v^kV >(28. Ig, 0. 184mol) U lOOrfc 

»«*9*U 2, 4-^dd-6-7Wx; [ 2 , 3-d] tf';=y>( 6 . 
40g, 79*)*#fc 0 
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1H-NMR (400MHz, CDCI3) : 2.65(d, 3H, J=1.2Hz), 7.07(q, 1H, J=1.2Hz). 
mp: 145-146T; 

mm.m-i 3 : 2-^00.6^^.4. ^^^^ ^ y 3 d] 
[0121] 

[£3 4] 

ci 

2, 4-^nn-6-^ W x; [ 2 , 3 -d] kfy a= ^>(3.80g, 17.3mmol 
)cOTOF(50mL)^3 > 15JU ^ h * A*^?£(9.71g, 2 0.8mmo 

*%£Ltz 0 ^^^-^vV^^^^ACMERCKMKieselgeieO, 20%AcOEt- 
Hex) ta^itU 2-^nn-6-^f-;V-4-^^;U^-^--?-jE.y [2, 3_d] 

1H-NMR (400MHz, (DCI3) : 2.60(d, 3H, J=1.2Hz), 2.70(s, 3H), 6.94(q, 1H, 
J=1.2Hz). 
mp: 111-112*0 

mmm-14 : 6-^;V-4- (^f-;i^*) _ 2 - (2. 2. 2-hU 7/H-n.x. 
h*v) ^jcy [2, 3-d] 3- v>o§£5i 
[0 12 2] 
Mb 3 5] 

2, 2,2-h'J7;u*-n.x* > r-;i, ( 2 . i 8g) 2 l. gimol) OTW(50mL)^^ jjt 

ffifE# 2003-3089800 
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*fltf-HJ*A(0.87g. 21.aw>l)t«aiDU 0.5^1IfiT*L^ o 

3-d] kf; = v>(3.35g, i4.5mmoi)^snA, ^x,\zxmmmmm-\^tz 0 K 

6-*^-4- -2- (2,2,2-f.j7^Dxh 

^cy [ 2 , 3 -d] tfV*:xy£#£ 0 ^6-^;i,-4- 

) -2- (2 > 2,2-h.j 7 ;Vtnxh^» [2> 3 _ d] ey^^Vtt* 

£ t & < ^o£/£km^£ 0 

1H-NMR (400MHz, CDC1 3 ) : 2.56(q, 3H, J=1.2Hz), 2.68(s. 3H), 4.86(0. 2H, 

J=8.4Hz), 6.89(o, 1H, J=1.2Hz). 

mp: 97T; 

m&m-l 5 : 6-^^;V-4- C**-/k*/l>*-/i/) -2- (2,2, 2-H;7* 
*n.xh*-» fx; [ 2 , 3 _ d ] kTi;$*;> ofijft 
[0 1 2 3 J 
1^3 6] 




0=^=0 



±&&mSl 4-Cftfe^fi46^^-4- - 2 - (2,2,2- 

MJWDI ^ ,/} ^ y ^2, 3-d] ^v>(3.35g, 14.5mmol)om 
ft**l'><5QBL)*«fc, m-^nn^i^(2. 82 g, i 6 .3mmol) **JnU 

Lfc 0 »*^y*^*9A0ffiROCtt»ie8elgel60, 20McOEt-Hex) fcj: 0 
*«U 6-***-4- -2- (2,2,2^';7;^nxh 

*-» fx; [2, 3-d] ^';^^>a.l8 g )^#7tr 0 

1H-NMR (400MHz, CDCI3) : 2.65(d, 3H, J=1.2Hz), 3.39(s, 3H), 4.90(q, 2H, 
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^-v: 68/ 



J=8.4Hz), 7.59(q, 1H, J=1.2Hz). 
mp: 138-140TC 

mmm- 1 :3- (hV7^n^ f^y) .^cJMWt^^wt 

[0 12 4] 
Kb 3 7] 



x.9 J -;V(100mL) t Y V xf^7 5 > (28. Og, 0. 277mol) (DM^^WLUK^Z 
XfirWLtztZZK, 3- (PJ7^n^f^» ^W-f ;v^n^ F(50.0 
g, 0.223mol)£^o < DflTTLU 3R#lMil£-CiI8*Lfco RJ5*T&#&* 

Lt^P>iI^* Lfco v V * 7 A (MERCK*±MKieselgel60> 2%A 

cOEt-Hex) HiO*«U 3- (f'j7W^h^» ^#Bfe^^^(52.0g f 
99%)£?#£ 0 

iH-NMR (400MHz, CDC1 3 ) : 1.41(t, 3H, J=7.2Hz), 4.40(q, 2H, J=7.2Hz), 7.4 
0(br. d, 1H, J=8.0Hz), 7.48(t, 1H, J=8.0Hz), 7.89(m, 1H), 7.99(dt, 1H, J 
=8.0Hz, 1.2Hz). 
nD(25°C): 1.5890 

HJ60J-2 : [4-7;u^-n-3- O^^tn^fjV) 71-^] -3-^-^r 
7 7'ntft-h'J^O^| 
[0 12 5] 




Ut3 8] 
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&#T>-*-T(87g)££JK i*LKth'j9A75 K(8.26g, 0.2 
12mol) *«inU I^7t h-f'J;i/(8. 69g, 0. 212mol) O h > (lOmL) 
RTf4-7)V*U-3- {YV7)V*u*?-)V) $m#m^;v(25.0g, 0. 106mol) 
^^;^^>(10 m L)^^&^^^, ^ t, -70rT-lB#r B m#L£ o M^lfi^IL^ 

# <b *Lfc2ME* v V iJ y A (MERCKttMKiesel gel 60, 40%Ac0Et-Hex) K X 

ntf*^ M;;v(i9. 4g , 79%) 

1H-NMR (400MHz, CDC1 3 ) : 4.13(s, 2H), 7.40(t, 1H, J=7.6Hz), 8.170b, 1H), 
8.21(d, 1H, J=7.6Hz). 

mmm-3 : 3-*3rV-3- [3- )V*u 7^-^] -fuyd* 

[0 12 6J 



7K^^- h'J^A (3.91g, 97.8mmol)<7)THF(50mL)Jl^^^, h ~ b V ;V(4 
• 02g, 97.8inmol)£«]U 70°C-ei5MJn$t Lfz 0 Kfcm*m%LKML3- (YV 
-7)V*u*-f-)V) ^m#m^f-;V(lO.Og, 48.9nimol)<7)THF(20niL)^m^?®TL7 b c 
f£, 60r^T6B#^niL$t#t7t o &j£&7^> 5« 

T^f^ mmt'g&LtZo ^=l:v';.*^*^A(MERCKttMKieselgel60, 3 
0%AcOEt-Hex) fc* OffiSU 3-**y-3- [3- (HJ7Wd^;p) -7.. 

7°ne^^h9^(9.67g, 93%)£#£ 0 
1H-NMR (400MHz, CDCI3) : 4.14(s, 2H), 7.71(t, 1H, J=8.0Hz), 7.93(d, 1H, 



[it 3 9] 
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^ — -y 



J=8.0Hz), 8.12(d, 1H, J=8.0Hz), 8.18(s, 1H). 
mp : 63*C 

: 2-r^y-3- [3- (fj7^n^f^) ^>vM;i/] ^7 

[0 12 7] 
[ft 4 0] 




3- [3- (f'j7;i/tn^f;v) 7i-^] y n - ij /i,( 12 . 

0g, 0.0563molK 2,5-yb Kn + y-i,4-yf 7>(4.56 g) 0. 0296mol)XU f h V 
x-'f-A/T < > (6. 26g, 0.062(kol)<7)DMF(30mL)^^60 o C-eiB#r^n^#L7^o 

*X0««AiMcK:Tft«Hft, iitWLA. y'j urn,* y A (MERCK 
*±§£Kieselgel60. 20%Ac0Et-Hex) IZX i?*t$&U 2-7^7-3- [3- ( h i; 7 
;V*n^;v) *-*7jc>(5.75g, 38%) 

1H-NMR (400MHz, CDCI3) :6. 16 (d, 1H, J=5.6Hz), 6.80(d, 1H, J=5.6Hz), 7.01( 
br.s, 2H), 7.58(t, 1H, J=8.0Hz), 7.75(d, 1H, J=8.0Hz), 7.86(d, 1H, J=8.0 
Hz), 7.94(s, 1H). 
mp : 143-145 °C 

mmm-5 : 2-t^js-^)v-z- [3- (f^^n^^) 

[0 12 8] 
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[ft 4 1] 





3-**y-3- [3- (hV7Wn>fA/) 7x^;v] ^nift-fV^(4.6 
Og, 21.5nmolK ipicST (0. 69g, 21. SbboDXIK h U jc^-^T 5 ^ (2. 18g, 21.5nmol 
)^DMF(30mL)^^40 < C^Tj3nm^tTV^^C^,^ N 7 'f7^ft K(1.71g 
, 23.7BB»l)Oi^y-^(2BL)#fl[«:fl|fTU 60t-C4l$Wta»*#Lfco BUS 

ERCKtt^Kieselgel60, 40%AcOEt-Hex) JCJ:»)»«U fffe fLfcttfi*^*-^ 
2-75/-5-xf;V-3- [3- (h'j7^tn^f;v) ^ 
* 7 jl > (3. OOg, 47%)=H#£ 0 

1H-NMR (400MHz, CDCI3) : L21(t, 3H, J=7.6H 2 ), 2.60(q, 2H, J=7.6Hz), 6.4 
2(s, 1H), 6.96(br.s, 2H), 7.50(t, 1H, J=8.0Hz), 7.73(d, 1H, J=8.0Hz), 7. 
83 (d, 1H, J=8.0Hz), 7.92(s. 1H). 

3ttt«-6 : 2-7^-5-^f;V-3- [3- (F'J7Wd^;v) ^>y^ 
fr] ft7x>Otj| 

[0 12 9] 



3-**y-3- [3- (h'j7^tD^f^) 7z-*] 7*nk:t-hVM3.1 
Og, 14.5mmol), ^M(0.47g, 14. SmoDXlT h y Jt^T 5 > (1. 61g, 16.0mmol 
)ODMFC30mL)^^40lCtCTJp^#LTV^ti^^ M;t> 7m K 



Ht4 2] 




o 
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(0.93g, 16.0mmol)<W*7-MlmL)^&£?£TU WXlT-mMlJtf&ffi&Lt: 

A (MERCK*±^Kieselgel60, 20%AcOEt-Hex) \z£ OffiSiU ^t»^ilS4^ 
■9->gfe^> 2-75/-5-^f;V-3- [3- (FV7;vin^fji/) 
] f-^-7cc> (l.74g, 42%)£#fc Q 

1H-NMR (400MHz, CDC1 3 ) : 2.17(d, 3H, J=1.2Hz), 5.98(d, 1H, J=L2Hz), 6.9 
0(br.s, 2H), 7. 5-7. 6 (m, 2H), 7.72(m, 1H). 
mp : 136-137t: 

: 4- 'J [2, 3- 

d 3 ^ v $ v >-2-^-- ^comm 

[0 13 0] 
Kb 4 3] 




2-757-3- [ (2-^nne'jy>-3->f;v) -s-^;^* 
7i>(7.20g, 0.0285mol);5ta f *V'T(8.55g, 0. 143mol) <7>NMP (20mL) £ 180 

nfcfy i?y-3-J )V) [2, 3-d] tfV 5 v^-2 -#-M4.88g, 53%) 

*H-NMR (400MHz, CDCI3) : 2.54(d, 3H, J=1.2Hz), 7.24(d, 1H, J=1.2Hz), 7.3 
7(dd, 1H, J=4.8Hz, 8.0Hz), 8.74(dd, 1H, J=2.0Hz, 4.8Hz), 8.86(dd, 1H, J= 
2.0Hz, 8.0Hz). 
mp : >300°C 

Hife#!)-8 : 6-^f;v-4- [3- (F'J7^n>f;v) 71-^] ?m.>/ [ 

miE# 2003-3089800 
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2, 3-d] try 5v ? >-2-^-;vo^ 
[0 13 1] 
Mb 4 4] 




2-75y-5-^f;W3- [3- (Mj7^n^f;P) ^W;l>] ft 7i 
>(1.50g, 5.26mmol)&0^ 1^7(1. 58g, 26.3mmol)<7)NMP(5mL)^^180 < C^r5 

o;V-;^ffiv>t|gil:^LT^^iU 6-^;V-4- [3- (hy?* 
*n^*) 7x^] [2, 3-d] ^;<v>-2-*-Ml.30g, 80% 

) *»fco 

1H-NMR (400MHz, CDC1 3 ) : 2.49(d, 3H, J=1.2Hz), 6.75(d, 1H, J-1.2Hz). 7.7 
8(t. 1H, J=8.0Hz),7.85(d, 1H, J=8.0Hz), 8.02(s, 1H), 8.07(d, 1H J=8 OHz 
). 

mp : 251-253^ (dec. ) 

^ [2, 3-d] try 5 v-><o«yt 
[0 13 2] 
Ut4 5] 






**'>ttfty>(40.2g. 0.263mol)tCDMF(8g)*?«TU 6 4- (3-^ 
f^t7x>- 2 -^P) fxy [2 , 3 -d] tfy *y>- 2 -^M8.60g, 0 



mSE#2 003-3089800 
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.0329mol)*^nL*^ 100 < CHT2Bf»^#L^o £J6*T«, 

***** T&$- L T * h mm *«* L fc. *** -> i; * r * * ? A (MERCKttMKi 
eselgel60, 20%AcOEt-Hex) fcJ:0«WU 2^dd-6-^M- <3-** 
W7l> " 2 " /f;V) [2, 3-d] fcfV^XS.lOg, 8W)aV2-^ 

nn_4- (5-*;V^l'-3^Wt7x>-2-^v) -6-**/i^i>r [ 2 
, 3-d] ey^5?>(0.86g f 8J0*»fc o 

1H-NMR (400MHz, CDC1 3 ) : 2.52<s. 3H), 2.63(d, 3H, J-i.fflz). 7 .03(d, IH, 
J=4.8Hz), 7.27(d, IH, J-1.2Hz), 7.48(d, IH, J=4.8Hz). 
mp : 127X: 

1H-NMR (400MHz, CDCI3) : 2.55(s, 3H), 2.65(d, 3H, J=1.2Hz), 7.28(d, IH, 
J=1.2Hz), 7.69(s, IH), 9.97(s, IH). 
mp : 204-206T: (dec. ) 

mmm-1 0:2-^n. 4 . (3-^n 7 x-;H -6-****M.y [2, 
3-d] fcfV ^ $>>0*bfi 
[0 13 3] 
Mb 4 6] 





**->*ffcy >(42.9g, 0.280mol)KDMF(16g)£?jrFU 4- (3-^do7x 
^V)-6-^^ [2 , 3 -d] ^v>-2-*-Ml5.5g, O.OSBlmol 
)**ftlLfc*, 100°C^T2B#Ki,n«^L7- o EJ6*T*, ISUS«**K:*»t 

*MT**U *»*«*Lfc 0 ^^vV*^*7A(MERCKtt^Kieselgel6 
0, 20%~30%AcOEt-He X ) KJ:&««u 2-* on- 4- (3-^n 7l ^) _ 
6-*+a,ms [2, 3-d] e'Mv'>(5.73g, 35*)**fc 0 
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^-v: 75/ 



1H-NMR (400MHz, CDC1 3 ) : 2.65(d, 3H, J=1.2Hz), 7.19(d, 1H, J=1.2Hz), 7.5 
(m, 2H), 7.80(dt, 1H, J=1.6Hz, 7.2Hz), 7.92(t, 1H, J=2.0Hz). 
mp : 118-120^ 

$ktfcm-l 1 I 2-^0 0-6-^^-4- [3- (f'J7;i/to^f^) 7^=- 

fxy [2, 3-d] fcf'J ^ V^ff>m& 
[0 13 4] 



**i/-mkV >(5.13g, 33.5nmol)tCDMF(l.2g)*?STL^ 6-^f;i/-4- [3- 
(h'J7;vtn^f;v) 7x-;H fx; [2, 3-d] kf'j^y>-2-t-;H 
1.30g, 4.19mmol)*^JnL^ 100°C iZX3m ffltimmW Ltz 0 KJfcifrTfk K 

elgel60, 20%AcOEt-Hex) t:i 9*itSlU #^ft£,1£ B %£^^>^^ 2-^ 

[3- (h'J7^tn^f;v) 7x-;i^] fx; [2, 3-d 
] tfV^v>(l.l2g, 81%)£&fc 0 

iH-NMR (400MHz, CDCI3) : 2.66(d, 3H, J=1.2Hz), 7.16(d, 1H, J=1.2Hz), 7.7 
0(t, 1H, J=8.0Hz),7.82(d, 1H, J=8.0Hz), 8.12(d, 1H, J=8.0Hz), 8.19(s, 1H 
). 



2 : 4- [4-7fr*u-3- (Mj7Wo;f;v) y -6- 



[it4 7] 




mp : 108*0 



[2, 3-d] ey§^>o«ut 



[0 13 5] 



ffilE#2 003-3089800 




yn/NV-;v(0.15g, 2.50mmol)<OTHF(20mL)^?8[t^ fcmit± Y V tf A (0. lOg 
, 2.50mmol) U 2-?nn-6-^f ;i/-4- [4-^;l/^-n-3_ (M;7;i/ 

tu*^-)l>) ^7 [2, 3-d] H°V^>^(0.30g, 0. 866mmol) <7)T 

HF(5mL)*«*S»fcT«TLfc&, 2B#rafln&5iKifcLfco KS*T^ 

T*t>mmi&&Li±o 3»*vU*^*7A(MERCm«Kieselgel60, 20%Ac 
OEt-Hex) KJ: OHfjRU 4- [4-7;l/*tt-3- (f'j7^tn>f^/) y^- 
;V]-6-^f;V-2-7'D*>yfi; [2, 3 -d] tf U 5 S» (0. 12g. 38%)£ 
W p 6-^^-2-7*n#*">-4- [4-7"n^^v-3- (pj7Wn^f;>) 7 

f-^y [ 2 , 3-d] e V ^ v > (0. 066g, 18%) *#fc e 
1H-NMR (400MHz, CDCI3) : 1.08(t, 3H, J=7.6Hz), 1.90(sixtet, 2H, J=7.6Hz) 
, 2.59(d, 3H, J=L2Hz), 4.44(t, 2H, J=7.6Hz), 7.01(d, 1H, J-1.2Hz), 7.36 
(t, 1H, J=9.6Hz), 8.13(m, 1H), 8.20(d, 1H, J=6.4Hz). 

iH-NMR (400MHz, CDCI3) : 1.07(t, 3H, J=7.6Hz), 1.09(t, 3H, J=7.6Hz), 1. 
90(sixtet, 2H, J=7.6Hz), 2.58(d, 3H, J=1.2Hz), 4.11(t, 2H, J=7.2Hz), 4.4 
3(t, 2H, J=7.2Hz), 7.06(d. 1H, J=1.2Hz), 7.11(t, 1H, J=8.8Hz), 8.10(dd, 
1H, J=2.0Hz, 8.8Hz), 8.18(d, 1H, J=2.0Hz). 

3 : 2- (>fyynto^^+.» -6-^^;i/-4- [3- ( 
f'j7;vtn^b^y) 7x^^] ^jl; [2, 3-d] tfy 
[0 13 6] 
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2-HKD^>-6-^f^-4- [3- (M; 7i-;V] ^-x. 

J [2, 3 - d ] eV5^(0. 30g, 0. 920mmol) ©7«feh-f'^ (20mL) 
, <f yyn^7^*-^n9>f K(0.36g, 2.50mmolh h V if;i/7 < > (0. 
25g, 2.50mmol).S.O f h V ^^;VT^ >^m(0.01g)^m?mlCT«L7tm, 4B# 
WSfiKtaBfLjtft, 6«FW60 , CtCTiin«fca*fLfco RJSiMFT^ BUfc&Sr* 

<bi#$t£@* L£ 0 -> U * 5 A (MERCK*±MKieselgel60, 30%Ac0Et- 

Hex) tcJ: «9*fi!fU 2- Uv/nif^^*-^*'» -6-^^-;V-4- [3 
- (b'J7;^n^h^y) 7x-;v] [2, 3-d] V 5 v > (60. 4mg, 

15%) 

iH-NMR (400MHz, CDC1 3 ) : 1.63(d, 6H, J=7.2Hz), 2.66(d, 3H, J=1.2Hz), 3.8 
3(7-plet, 1H, J=7.2Hz), 7.22(d, 1H, J=1.2Hz), 7.41(m, 1H), 7.61(t, 1H, J 
-8.0Hz). 7.81(s, 1H) , 7.90(d, 1H, J=8.0Hz). 

: 6-^-^)1^-4- [3- (bV7Wn^f;v) 71-^] -2- ( 
\£-)V*)V*~)V**-y) ^jcy [2, 3-d] W^VXDMHk 
[0 13 7] 
Mb 5 0] 
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2-fc Kn^y_6-^;v-4- [3- (fV7;^n^;i.) 7*-*] 
[2, 3-d] tf<; 5 v>(0.30g, 0.968mmol)0^k^^l.>(20 m L)^jc, 2 - 
*nni^;w*;w*-;i^n:7^ K(0.41g, 2.50imol)#tf> V j^;i,t ^(0. 
25g, 2.50mmol)^^^-C^0L^m, 12l$m£afcT«# Lfco K£*Tfc, 

ft»Lt*&»iS:«*Lfe, ^v'J* W*7A(MERCKtt^Kieselgel60 
, 30Mc0Et-Hex) fcJ:i)lMLfcfc«, 6-***-4- [3- ( M; 7**11* 

7x-;i/] -2- (^-;i/*;l/*^;i^*~>) [ 2> 3 _ d ] , 

~7~>(0.23g, 59%)^#£>*l£ 0 

1H-NMR (400MHz, CDC1 3 ) : 2.67(d, 3H, J=1.2Hz), 6.27(dd, 1H, J=0.8Hz, 10H 
Z), 6.64(dd, 1H, J=0.8Hz, 16.8HZ), 7.20(dd, 1H, J=10Hz, 16. 8HZ) , 7. 21 (d, 
1H, J=1.2Hz), 7.71(d, 1H, J=8.0Hz), 7.83(d, 1H, J=8.0Hz), 8.14(d, 1H, J= 
8.0Hz), 8.19(s, 1H). 

mmm-1 5:2- (ynny-f-;v) -6-yf-;v-4- [3- (h'j7;^n^ h 

*v) 7^-;i/| [ 2 , 3-d] t°'^y>OSI 
[0 13 8] 
[ft 5 1] 




2-7^7-2- [3- (f'J7;^n> h*^) 7jt -^] -5 7 
>(3.90g, 13.7iBD0l)O^nnr-feh-h.;^(i5mL)»«[^ *ffcT>U5 -«7A< 
3.65g, 27.4mmol)£»U 2l»Wl00t;^riMfca#Lfe. RIS*T«, EJfcfc 

LT*e>*#*S*Lfc 0 3»*^y*^*9AOlEBCm«[ie8elgel60, 10 
-20%Ac0Et-Hex) KX 9»«U 2- (^nny^-;u) - 6 -^^;i/-4- [3- ( j. 

' jWD ^^ [2, 3-d] ^;^7>(2.92g, 62%) 
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iH-NMR (400MHz, CDCI3) :2.67(d, 1H, J=2.0Hz), 4.90(s, 2H), 7.18(d, 1H, J 
=1.2Hz), 7.64(d, 1H, J=8.0Hz), 7.80(t, 1H, J=8.0Hz), 8.13(d, 1H, J=8.0Hz 
), 8.20(s, 1H). 

mmm- 1 6 : 6-^^-2- [ (2,2,2-w 7ftDxKy) 

-4- [3- (f'j7;i/tn^f^y) 7xcjk] [ 2 , 3-d] 

[0 13 9] 



2, 2, 2-h U 7;l/tnx^y -;i/(0.25g, 2. 50mmo OOTOFteOmUit^^ 7K 
it^M;^A(0.10g, 2.50mmol)«r»L, ^j&T-0. 5B#ifii# Lt^C, ifr 
ZikiklZTftmL, 2-^nn>f;k6-^;k4- [3- (f'j7;vtn^^ 
^) 7xx^] fx; [ 2 , 3-d] e';^v>( 0 .30g, 0. 875mmol) <7)THF(5wL) 

mi:Tft»LT^?,iSit9*L3t, v y * 7 A (MERCKtt^Ki 

eselgel60, 20%Ac0Et-Hex) (U^ffim 6-^^-2- [ (2, 2, 2-Mj7 
Wni ^^) -4- [3- (h'j7;vtn^ 7jt -^] ^.j, 

[2, 3-d] trU5y>(0.27 gi 75%)£#fc 0 
iH-NMR (400MHz, CDCI3) :2.67(d, 1H, J=2.0Hz), 4.16(q, 2H, J=8.4Hz), 5.05 
(s, 2H), 7.18(d, 1H, J=1.2Hz), 7.70(d, 1H, J=8.0Hz), 7.80(t, 1H, J=8.0Hz 
), 8.12(d, 1H, J=8.0Hz), 8.20(s, 1H). 

mmm-i i : 6 2- (^^^*) -4- [4- (fn^n ^^-^ 

) 7^^;^] [2, 3-d] fc?U S^oftji 



Wfc5 2] 
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[0 14 0] 
Ut5 3] 
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1HF(20mL)JC^^>^;^-/ h ^ hlJ ^ A(0 64g) 9 . lanmol) *** U 2-* 
nn- 6 -**-*-4- [4- (Hi7;^n^;i,) 7 x,^] [2 , 3 _ d 

] ^>(l.50g, 4.57imol)OTHF(5mL)^^^^T^TL/cm. 7H#^2jd 

^+*>«MMk 6-^-2- _ 4 _ [4 _ ( h ,; 7 ^ n ^^ 

) 7*-*] [2 , 3 -d] tfV^v>(1.24g, SOX) *#fc 0 

1H-NMR (400MHz, CDC1 3 ) : 2.60(d. 3H, J-l.fflz). 2.68(s, 3H), 7.08(d, 1H, 

J=1.2Hz), 7.79(d, 2H, J=8.0Hz), 8.03(d, 2H, J=8.0Hz). 

mp : 113*0 

mmm-i8 : e 2- t**-****^*) _ 4 _ [4 _ (M;7>M . n 

^^^^ ^ y C2, 3-d] ^y5^XtT6-^^-2- Uf* 
**7-f.=iA0 -4- [4- (Hj7^n^f;v) 7 x-;v] [ 2 , 3 _ d 

] try <*jy<D§&m 

[0 14 1] 
Hb5 4] 
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6-;f;v-2- (;*f JV*-*) -4- [4- (1«>J7^d>^) 7x-^] f- 
•i-y [2, 3-d] fc°y 5 ^>(l.00g, 2.94mmol)<7)JtI<b^^l->(30mL)^{l > 
m-i^ n uM^M^MiO. 76g, 4.41mmol) £^KT«I Ltzfe, 7B#[igjf # Lfz Q 
MJS^-Tf^ S^^rlNTKm^ h V ? A Tfc&ifc leafed £*L£f^.xf;wCT 

';*r^^9A(MERCKaMKieselgel60, 20%AcOEt-Hex -AcOEt only) 
*U 6-*f;v-2- (;f _4_ [ 4 _ (h»j7^n>f-^) 7 

fx; [2, 3-d] tfi;^x> (0.70g, 64X)*$J:tr, 6-*?-/U-2- 
(^f;u^;i^7^^;v) -4- [4- (h'j7;vtn^f;v) y^-?v] fx; [ 
2, 3-d] try ^ v>(0.20g, 19K)£#fc 0 - 

1H-NMR (400MHz, CDCI3) : 2.74(d, 3H, J=1.2Hz), 3.46(s, 3H), 7.35(d, 1H, 
J-1.2Hz), 7.85(d, 2H, J=8.0Hz), 8.11(d, 2H, J=8.0Hz). 
mp : 153T; 

1H-NMR (400MHz, CDCI3) : 2.71(d, 3H, J=1.2Hz), 3.05(s, 3H), 7.28(d, 1H, 
J=1.2Hz), 7.84(d, 2H, J=8.0Hz), 8.08(d, 2H, J=8.0Hz). 
mp : 171 V 

m.nm- 1 9 : 6-;-f- )v-2- (*^)ur<y) -4- [4- (F'j7;^n^f 
)V) [2, 3-d] feTy $ pxDmm 

[0 14 2] 



;f;VT5 > • ; ^y-;V^(20mL)^, 2-^nn-6-^f^-4- [4- (h 
•;7^*n^^A,) fx; [ 2 , 3-d] tfy^v>(0.40g, 1.22mmo 

l)OTHF(ai)»*tMKrStTLjfc|fc, 8P*m»#Lfe. »6*T«. 
Sr*LT*$>Jtefc«r*fcj&»t, itLtftKxf /WCT}*tttU »ffi«*7KXO f ft 



[ft 5 5] 



H 
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fti&sTk \,z xm& l x & h mm * l tz 0 # h tnzm& * * * ; - & xm&m 

, 6-^^-;i/-2- -4- [4- (f'j7^n^f;i/) 7 x^] 

■f-jty [2, 3-d] ey$y^(o.34g, 87%)£#tc 0 

1H-NMR (400MHz, CDC1 3 ) : 2.51(d, 3H, J=1.2Hz), 3.10(d, 3H, J=~5.2Hz), 5. 
15(br.s. 1H), 6.89(d, 1H, J=1.2Hz), 7.76(d, 2H, J=8.0Hz), 7.96(d, 2H, J= 
8.0Hz). 
mp : 233*0 

3kMM-2 0 : 6-*^)\s-2- [4- (h 'J ^n^n^/u) 71^] -4- [ 
3- (f'j7;Hn^f;v) 7 ^-fr] ^jcy [2, 3-d] e>J5v><7)^ 
[0 14 3] 



2-^nn-6-^^-4- [3- (h'j7Wn^f;v) 7x-;v] fxy [2 
, 3 - d ] tf V < V y (0. 30g, 0. 913mmo 1 ) <D h JUx. > (2mL) -3R (lmL) rl£*3 , 4 
- (Hj7Wn^f;k) ^>Hf^n>!ft(o.20g, 1.07mmol). 
(0.22g, 2.14mmol)^.^> h (h 'j7x-;V^7-f >) ^7 v -7 A (0.06 

2g, 5molX)«r^DU M5R3tTT?1.5I^MIIBItLfeo EJES*T8L 

LT^e»«tSr9*L/So ^^'>';^^;l/*7A(MERCKl±MKieselgel60, 10% 
AcOEt-Hex) icifjfimu 6-^^;U-2- [4- (h'j7Wn^f;v) 7^ 
;V] _4_ [ 3 _ (fi;7;^ D ^f;i/) 7i-;H [2, 3-d] t?V ^ v 

>(0.22g, 54%) £#/c 0 

1H-NMR (400MHz, CDCI3) :2.70(d, 3H, J=1.2Hz), 7.22(d, 1H, J=1.2Hz), 7.72 
(d, 1H, J=8.0Hz), 7.77(d, 2H, J=8.4Hz), 7.83(d, 1H, J=8.0Hz), 8.23(d, 1H 



Ut5 6] 
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, J=8.0Hz), 8.29(s, 1H), 8.72(d, 2H, J=8.4Hz). 
mp: 134-136X: 

mmm-2 1 : 6-^jv-4- [3- (f'j7wn>^) 71-^] 

[2, 3-d] eu ^ ^^-2-*^^>Ko3KiS 
[0 14 4] 
Mb 5 7] 





2-T^ y-5-p(^;i/-3- [3- (Mj7^n^f;v) ^>V-f;i/] -^7^ 
^(4.00g, 14.0mmol)<^J.^y-;l/(50mL)^^^ > ffigftT A (3.24g, 42. 

lmmol)^^ 'J^y V y * tt(tt40X**ft • 2. 61g, 14. Ommol) *»» Lfcfcfc 
, 24Bf^50r^T»ti#L^o RlS*Tlk ***«*U *»t 

^^;v_4_ [ 3 _ (hV7^ n >f^) [ 2 , 3-d] fcfi; 3 

v>-2-#;l^>m(0.60g, 13%)£#£ 0 
[0 14 5] 

*^V*9A(MERCKttJIKieselgel60. 10%Ac0Et-Hex) fc«fc*)»SU 6-^;U 
-4- [3- (F'J7WD>f;y) =f-x_j [ 2 , 3-d] tf';5v>(l 

• 10g, 27%)£#£ 0 

1H-NMR (400MHz, CDC1 3 ) :2.64(d, 3H, J-1.2Hz). 7.39(d, 1H, J=1.2Hz), 7.84 
(d, 1H, J=8.0Hz), 7.95(d, 1H, J=8.0Hz), 8.22(s, 1H), 7.26(d, 1H, J=8.0Hz 
). 

mp: 226-227°C (dec. ) 

1H-NMR (400MHz, CDCI3) :2.67(d, 3H, J-l.fflz). 7.19(d, 1H, J-1.2Hz). 7.70 
(d, 1H, J=8.0Hz), 7.80(d, 1H, J=8.0Hz), 8.12(d, 1H, J=8.0Hz), 8.21(s, 1H 
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), 9.09(s, 1H). 
mp: 70-72*C 

mmm-2 2 : 6-^f;K4-.[3- (f'j7^n^f;l/) 7^-)l>] fx; 
[2, 3-d] \£ % ) §i?>-2-%A'#>&jL?-n,<o$tf& 
[0 14 61 
Kfc5 8] 





6-ptf;i/-4- [3- (>'j7>tn^f;v) "7;c~;]/| f Jiy [2, 3-d] 
try 3 v>-2-#;i/*K>@Ko.40g, l-18mmol)^^b^-^-^(2mL)^^nL, 1 

xfm »cTft»ur*fe#ntflr*LfcoSMe*v';*^>i/*9A (merck 

*±§£Kieselgel60, 10%Ac0Et-Hex) KJ:iJffi*iU 6-^f-;V-4- [3- ( h i; y 
)V*u*?-)V) 7x-;H fx; [2, 3-d] fcf V S V >-2 -* frtfy&3L<f- 
M41.2mg)£#fc e 

1H-NMR (400MHz, CDC1 3 ) :l.54(t. 3H, J=7.2Hz), 2.72(d, 3H, J-1.2&). 4.59 
(q, 2H, J=7.2Hz), 7.71(t, 1H, J=8.0Hz), 7.82(d, 1H, J=8.0Hz), 8.18(d, 1H 
, J=8.0Hz), 8.23(s, 1H). 

mp: 13413 

%mm-2 3 : 6-^^;V-4- [3- (bV7;i/in^f^) fx; 
[2, 3-d] try S > ? ^-2-*;i/^-9-^ K©»3i 
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[0 14 7] 
[it 5 9] 




6-^;V-4- [3- (h U 7)V*u**f-)V) 7x-;v] fxy [2, 3-d] 
try 5 v>-2-^;U^>-m(0.40g, 1.18mmol)tcMk^^^;v(2mL)SraL, 1 

^Ltzo v V*m7A (MERCPtf±Meselgel60, 10%Ac0Et-Hex) \z 

if 5iSU 6-^f;v-4- [3- (fV7Wn^f;i/) 7 ^auy [2 

, 3 - d ] tT V 5 v > - 2 ;u sjf -9- * K (82. 2mg) 0 

1H-NMR (400MHz, CDC1 3 ) :2.72(d, 3H, J=1.2Hz), 5.85(br.s, 1H), 7.73(t, 1H 
, J=8.0Hz), 7.84(d, 1H, J=8.0Hz), 8.15(d, 1H, J=8.0Hz), 8.20(s, 1H). 



^Jfefll- 2 4 : 2-v77-6-^f;K4- [3- (f'j7Wn^f^) 7^ - 

-^-jcy [2, 3-d] tr*; 5 ^©RjS 
[0 14 8] 



mp: 209 1: 



[ft 6 0] 
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6-^^;v_4- [3- (h'j7^n^f^) 7x-;l/] fxy [2, 3-d] 
tf V 5 v > (0. 93g, 3. 16mmol) <Dmt* 7 V > (20mL) teflU^ m-t u n 
m(0.82g, 4.74nBiol)Sr«ipU M?&fcT20l$Hi&#Lfco EJS*T«, RJCS* 

ratfnjcm* K T L T * «NK * L o ft£ * v U * ■ * 9 A (M 
ERCK*±S2Kieselgel60, 20~50%AcOEt-Hex) KJ: 0»«u N-#*-»M K(0.56g, 
57%) £#£ 0 

[0 14 9] 

&G>*LfcN-**1M K(0.56g, 1.80mmol)<OT-feh^hi;;l/(i0mL) 
h 'J^f;i,y'J;i/y7t^ K(0.54g, 5. 41mmol) t h y xf;i/7 5 > (0. 
36g, 3.60ninol)*«JnU 7B#P^^L^ 0 KJ&&7&, KJ&ifc*S*U 

i&Tfc L T ^ h mm *9*Uo 5lt*5"J*m7A (MERCKttimi es 

elgel6(K 10%Ac0Et-Hex) tCi^lU 2-y7/-6-^f ;V-4- [3- ( MJ 
■7;v^n^^;v) [ 2 , 3-d] If y 5 S» (0. 20g. 35%)£?# 

iH-NMR (400MHz, CDCI3) :2.75(d, 3H, J=1.2Hz), 7.31(d, 1H, J-1.2Hz). 7.74 
(t, 1H, J=8.0Hz), 7.85(d, 1H, J=8.0Hz), 8.15(d, 1H, J=8.0Hz), 8.21(s, 1H 
). 

mp: 121-122X: 

%Mm-2 5 : 2-7^)U-6-*^)V-4- [3- ( b y 7)V*u* h * v) 7^ 
-/U] fx; [2, 3-d] ey$^^o«3t 
[0 15 0] 
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^-v: 87/ 



lit 6 1] 




2-^DD-6-^f)V-4- [3- (h'J7Wn^h^y) ^jry [ 

2 , 3 - d ] tf 5 v > (0. 50g, 1. 45iranol) W + yl/> (20mL) r^-n- 
7*f ;i/£g(0.55g, 1.60mmol);&U f lf.X (b'j7i-;V7*^7^) /^v^A 
^n^-f KOtttt* 0.05g)^^HL^^ > M*^T, 14B#p B 1110 < CKT3JD 

rmfrLXfrbmtZ^^LtZo mm~> V HY^U y A (MERCKf±i!iKieselgel6 
0, 10%AcOEt-Hex) K X *) mWk U 2 -n-y^)V- 6-* 4 - [ 3 - (f'j7;V 
*n^3-» 7x^ik] fx; [2, 3-d] ^V^^>(0.30g, 59%)£#£ 



1H-NMR (400MHz, CDC1 3 ) : 0.98(t, 3H, J=7.2Hz), 1.47(sextet, 2H, J=7.2Hz) 
, 1.91(m, 2H), 2.63(d, 3H, J=1.2Hz), 3.09(t, 2H, J=7.2Hz), 7.12(d, 1H, J 
=1.2Hz), 7.37(dt. 1H, J=8.0Hz, 1.2Hz), 7.58(t, 1H, J=8.0Hz), 7.78(s, 1H) 
, 7.86(dt, 1H, J=8.0Hz, 1.2Hz). 
«#U-2 6 : 6-^f;v-4- [3- (fV7;vtn^f;v) 7x;^>] -2- 
(3,3,3-h';7;vtnyD^) ^r.y [2, 3-d] kTy^^>o*jfi 

[0 15 1] 



[ft 6 2] 
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tf;!/) fx; [2, 3-d] kf»; 5 5»(0.30g, 0.925mmol)ODMF(5mL)?§$[K N 
3- (H;-7;l/*n^;i0 ^-;i/(0.l5g, 0. 925mmol) V ^ A (0. 19 

g, 1.39imol)t£«]U HJIHcTl BW,WLtz 0 Km®TT&, KBW.*ykK& 

^@*L/Co ^^v'^^^^ACMERCKttMKieselgeieO, lOMcOEt-Hex) 
t'^ffiigU Sl»K102-1516(0.26g, 68%) £#£ Q 

1H-NMR (400MHz, CDC1 3 ) :2.5-2.6(m, 2H), 2.64(d, 3H, J=1.2Hz), 3.09(m, 2H 
), 7.12(q, 1H, J=1.2Hz), 7. 4-7. 6 (m, 4H). 
mpl 85°C 

mmm- 2 7 : 6 -;^;v-2- (2, 2, 2-h y 7Wnii>^-» -4- [3- 
.(h'J7Wn^f^) 7x/^y] fx; [ 2> 3-d] e>;^v^<7)M5t 
[0 15 2] 



6-^^-4- (^;v*;i/**v) - 2 - (2,2,24'j7Wnxf^y) 
[2, 3-d] try ^ v>(0.50g, 1.53mmol)<!:$:i^y ^A(0.23g, 1.68 
1^01)001^(201111)^^^, 3- (f>j7Wn^f;i,) 7 ^ ~M0.27g, 1.6 

*L£ 0 ^S^r^y *r;V*^A(MERCK=?±MKieselgel60> 20Mc0Et-Hex) fcj: 
^ffi^U 6-^^-;ix-2- (2,2,2-|>V7Wnxf^y) _4_ [ 3 _ ( 
™*n^;v) 7 fxy [ 2 , 3-d] tfy^y>( 0 .58g, 94*)* 

!H-NMR (400MHz, CDC1 3 ) : 2.60(d, 3H, J=1.2Hz), 4.66(q, 2H, J=8.4Hz), 7.0 



Ut6 3] 
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89/ 



7(q, IH, J=1.2Hz), 7.44(m, IH), 7.51(m, IH), 7.57(m, 2H). 
mp: 124-125X: 

[0 15 3] 
[^1] 



a-1 




•fbi^No. 


R 6 


'H-NMR (CDCI3) d: 


1-1 


SCHF 2 


1.41ft. 3H. J=7.2Hz), 4.40tq. 2H. J=72Hz). 6.86ft. 1H. J=56.8Hz), 
7.48ft. IH. J=B.0Hz). 7.77<dt. 1H. J=8X)Hz. 1.6Hz). 8.1<Xdt. IH, 
J=8.0Hz, 1 .6Hz), 8.25ft. 1 H. J=1 .6HzX 


1-2 . 


OGF 3 


1.41ft. 3H. J=7.2Hz). 4.40(q, 2H, J=7.2Hz). 7.40(br. d. IH, J=8.0Hz), 
7.48(t. IH, J=8.0Hz>. 7.89(m. IH), 7.99(dt 1H. J=8.0Hz, 1.2Hz). 



[0 15 4] 
»2] 



^-2 


0 




1*b^3No. 


Q 1 


m.p.(°C) ■/ 1 H-NMR (CDCI3) d: 


2-1 


■2— CF 3 CbH4 


71-72 ~ 


2-2 


3— CF3CBH4 


63 


2-3 


4-CF a C B H 4 


. 44-45 


2-4 


3,5-(CF a ) 9 C fi H a 


75-77 


2-5 


S-CFaOCgH,. 


65-66 


2-6 


3-CHF ? 0C B H„ 


52-54 


2-7 


3"""CF3SCeH<i 


77-79 


2-8 


3-"C H FgS Ce H* 


62-63 


2-9 


3-CF 3 -4-FC fi H a 


4.1 3(s. 2H). 7.40ft. 1H. J=7.6Hz). 8.1 7(m. 1H). 8.21 (d, 1H, J=7.6Hz). 


2-10 


3-CIC 6 H4 


83-85(dec.) 


2-11 


4-CIC fl H4 


127-130 


2-12 


3-BrC fl H4 


89-90 


2-13 


2-MeC 8 H 4 


80-82 


2-14 


2 ( 6-Me { ,C fi Bi \ 


2^8(s. 6H). 3.76(s. 2H). 7.07(d, 2H. J=7.2Hz). 7.23(d, 1H. J=7.2Hz). 


2-15 


2-MeOC B H 4 


86-87 j 


i 2-16 


3-MeOC fl H 4 


87-88 I 


2-17 


3-Me-thidpherH2-yl 


112 


2-18 


2-CJ-3-py 


114-115 


2-19 


Ax 


96 
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90/ 



c-3 





R 1 


R 2 


Q 1 


nxp.(°C) / 'H-NMR (CDCI3) d: 


3-1 


Me 


H 


2-CFaCeR, 


136-137 


3-2 


Me 


H 


3-CFaCeH,. 


! 158 


3-3 


Et 


H 




1.21 ft. 3H. J=7 6HzX 2 60(o. 2H J=7 6H*> ft A0(c 
1H). 6.96(br.s, 2H), 7.50(t. 1H. J=8.0HzX 7.73W. 
1H. J=8.0HzX 7.83(d. 1H. J=8.0HzX 7.92(s. 1H). 


3-4 


H 


H 




1 Ad— 1 AR 


3-5 


Me 


H 




1 ^fi 
1 oo 


3-6 


Me 


H 


3,5-(CF*),C B B* 


f 7n 


3-7 


Me 


: H 


3-CF a OC«H» 


1 1 9—1 14 
1 1 O 1 i*t 


3-8 


Me 


H 


3-CHF 2 OC 6 H4 


2.25(d, 3H. J=1.2Hz). 6.46(d. 1H, J=1.2HzX 6.55(t, 
1H, J=73J2HzX 6.91<bi\s, 2H).7j23(d. 1H. J=8.4Hz), 
7.41(s. 1HX 7.44<t, 1H, J=8.0HzX 7.5G(dt. 1H. 
J=8.0Hz, 1.2Hz). 


3-9 


Me 


! H 


3-CF 3 SC fi H 4 


73-75(dec.) 


3-10 


Me 


H 


3-CHF 2 SC 6 H 4 


2J25(d, 3H, J=1.2Hz). 6.45(d. 1H. J=1.2HzX 
6.87<t, 1H, J=56.8Hz), &93Qm 2HX 7.47(t, 1H. 
J=8.0HzX 7.70(m, 2H). 7.87(t. 1H, J=1.8Hz). 


3-11 


Me 


H 


3-CF 3 -4-FC a H, 


115-116 


3-12 


Me 


H 


I 2-CIC 6 H 4 


161-162 


3-13 


Me 


H 


, 3-CIC 6 H4 


112 


3-14 


Me 


H 


3-BrC 6 H< 


118 


3-15 


Me 


H. 


2,5-CI 2 C 6 H 3 


193 


3-16 


Me 


H 


2-MeC 8 H4 


149-1 51 (dec.) 


3-17 


Me 


H 


^e-MeaCfiHa 


131-132 


3-18 


Me' 


H 


2-MeOC a H 4 • 


171 


3-19 


Me 


: H 


3-MeOC 6 H 4 


2.24(d> 3H. J=1.2HzX 3.85(s, 3HX 6.52(d. 1H, 
J=1-2Hz>. 6.86(br-s, 2H). 7.0-7.2(m. 3H). 7.34(t, 
1H, J=8.0Hz). 


3-20 


Me 


H 


t-Bu 


114 . 


3-21 


Me 


H 


3-Me-thiophen-2~yl 


116-118 


2-22 


Me 


H 


2-Me-3-py 


2,19<d. 3H, J=12HzX 2.56(s. 3H). 6.04(d. 1H. 
J=1j2HzX 7.18(dd. 1H. J=4.8Hz, 7.6HzX 7.57(dd, 
1H, J=4.8Hz, 7.6Hz). 8^6(dd. 1H, J=2.0Hz..4.8Hz). 


3-23 


Me 


H 


2-CI-3-DV 


120-122 j 


3-24 


Me 


H 


2~furyl 


111-112 


2-25. 


Me 


H 


Ac 


151-153 



[0 15 6] 
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^-v: 91/ 



«4] 



£-4 


FT 


Q 1 






R 2 


V-X 


m.DA e; / H-NMR CCDCI3) d: 


4-1 


Me 


H 


AU 
\Jii 


>300 


4-2 


ivie 


H 




274(dec.) 


4-3 


IVtO 


H ' 




251-253(dec.) 


4-4 


Et 


H 


3-CF 3 C a H 4 


i.rfoit. an. *J=7.6HzJ. 2.83(dq, 2H, J=7.6Hz, 1.2Hz). 
6.76(s, 1H), 7.78(t. 1H. J=8.0Hz). 7.85(d. 1H, J=8 0Hz) . 
8U)3(s, 1H). 8.07(d, 1H J=8.0Hz). 


4-5 


H 


H 


3-CF 3 C 6 H 4 


275-277(dec.) I 


4-6 


Me 


H 


4-CF 3 C fi H A 


284(dea) 


4-7 


Me 


H 


3,5-(CF a ) ? C R H, 


, 241-242 


4-8 


Me 


H 


3-CFaOCBH, 


210(dec.) 1 


4-9 


Me 


H 


S-CHF^OdK, 


256-258(decJ . 


4-10 


1 Me 


H 


3— CF3SC6H4 


247(dec.) 


4-11 


Me 


H 


3-CHF,SG«H- 


240-242 


4-12 


Me 


H 


3-CF 3 -4-FC fi H a 


230(dec.) 


! 4-13 


Me 


H 


! 2-CICflKi 


280-28 Ifdec) 


4-14 


Me 


• H 


3-CIC fi H» 


>300 


4-15 


Me 


H 


3-BrC B Ki 


263-265(dec.) 


4-16 


Me 


H 


2,5— ClgGgH^ 


>300 


4-17 


Me 


H 


2-MeC 0 H 4 


>300 


4-18 


Me 


H 


2-MeOGnHd' 


286(dea) 


4-19 


Me 


H 


3-MeOC 6 H d 


264-266(dec.) 


4-20 


Me 


H 


t-Bu 


185-186(dec.) 


4-21 


Me 


H 


3-Me-thiophen-2-yl 


251-253(dec.) 


4-22 


Me 


H 


2-CI-3-pv , 


>300 i 


4-23 • 


Me 


H 


2-furyI 


2.52W, 3H, J=1.2Hz). 6.72<dd, 1H. J=2.4Hz. 1.2Hz). 
7.12(d. 1H J=1.6HzX 7.35(dd. 1H, J=2.4Hz. 1.6HzX 
7.77(m. 1HX 


4-24 



Me 


H 


Ac 


221-222 
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1uni%JNo. 


■-J 
R 


_2 

R 


Q 


nrn(°C) X 'H-NMR (CDCI3) d: 


5-1 


Me 


H 


CI 


145-146 


5-2 


L Me 


H 


SMe 


111-112 


5-3 


Me 


H 


2-CF a C fi H 4 


82-83 


5-4 


Me 


H 


3-CF 3 C 6 H, 


108 


5-5 


Et 


' H 


3*"CF 3 GgH4 


- 63 


5-6 


H 


H 


3— CFsCqH^ 


126 


5-7 


Me 


H 


4-CF 3 C 6 m 


120 


5-8 


Me 


H 


3,5-<CF 3 ) 2 C fi H 3 


135-136 


5-9 


Me 


H 


3-CF 3 OC a H4 


97 


5-10 


Me 


H 


3-CHF,OCisK, 


1 1 D 


5-11 


Me 


H 


3-CFoSCftH. 


1 oc. 1 00 


5-12 


Me 


H 


3-CHF.,SCnhL 




5-13 


Me 


H 


3-CF 3 -4-FC fi H 3 


72-73 


5-14 


Me 


. H 


2-CIC 6 H4 


104-105 


o— lo 


Me 


. H 


3-ClC 6 H4 


L 118-120 


5-16 


Me 


H 


3-BrC fl H 4 


_ 126 


5-17 


Me 


H 


2,5-C| 2 C 6 H 3 


143-145 


5-18 


Me 


H 


2-M6C8H4 


117-118 | 


5.-19 


Me 


H 


2-MeOC 6 H 4 


L 179-180 


5-20 


Me 


H 


3-MeOC 6 H 4 


•138-139 


5-21 


Me 


H 


tHBu • 


118-119 


5-22 


Me 


' H • 


3-Me-thi ophen-2-yl 


127 


5-23 


Me 


H 




204-206(dec.) 


5-24 


Me. 


H 


2-C|-3-py 


>300 


5-25 


Me 


H 


2-furyl 


135 


5-26 


Me 


H 




159-160 
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[H6] 



H-6 



6-1 



6-4 
6-5 

IT 



6-8 



6-11 



6-12 



6-13 



6-T4 



6-15 



6-16 



6-17 
6-18 
6-19 
6-20 



H 



X 1 



H 
H 



H 



H 
H 
H 



H 



Et 



H 

H 



Me 



Me H 



Me H 



Me H 



Me 



Me 



Me 
Me 



HPr 
_ cycto-Pen 

Me 

CH(Me)CH>OMe 



n-Pr 



n-Bu 



CH 2 Cf 



CHjOMe 



CH 2 OEt 



CH 2 0-n-Pr 



CH 2 Ori-Pr 



CH 2 OCH2CF3 



3-CF 3 C 8 H« 
3-CF 3 C^i, 
3-CF a O«Hj 



3-CF a C 6 H4 



3-CF a C B H« 



3-CF a O fl t 
3-CF a O«H« 



3-CF a OC 4 H4 



3-CF a C e H4 



3-CF3C5H4 



3-CF a C 8 H4 



3-CF 3 C a H 4 



3-CF a C 6 H 4 



3-CF 3 C B Hi 



106 
86-87 
68-70 

88-90 



105 
145-146 



67-68 



7.2Hs>.4.45<t.2KJ=7.2Hz). 7.05ft, IK 
J*1.2HdL 7.66ft. 1K J^7JHi 7.78(d 1H. 

^O^ 
121-122 



"ft 3H ^ 7 -2H^ 1.47{6oxtot 2K 0=7.2H*) 
l^lOn. 2H>. 2,63(d. 3K J=1.2H2). 3.0S(t 2K 
J=7.2H*>. 7,12(d. IK «MMdt73lSt IK 

1H), 7.86(dt. IH.J^.OHz. 1.2fte>. 



2-67(d, IK J=£OHz). 4.90(5. 2H). 7.18(d IK 

SStt 7jM , tt ,K J =M7i(5riK 
J^SiJHzX 8.13(4. 1H. J=8.0H*), 8^0Cs, 1H). 



7.15W. 1K J^Hz). 7.68W, 1K J=8.0h5r 
7.79ft. 1K J=8.0H2). 8.11(d. IK J=8.0HO. 
8.19(8. 1H). 



U5fc 3K J^HzX Z6S(d. 3K J=1.2Hz), 
3.78(q. 2H. J=7.2Hz). 4.80(s, 2H).7.14(d, 1H 

J=1.2H*). 7.68(d. IK J=8.GHz>. 7.78ft. 1H ' 
J=8.0H*X8.11(d, tK J=8.0Hz),8.t9(s.1Hi 



0.98ft. 3K J=7.6HzX 1.75bakt»ft. 2K J=7.6Hz) 

2^5(d,3KJ=1.2Hz),3.6S(t2KJ=7.6H2). 
4.89(s. 2H>. 7.15(d, IK J=1.2Hz>. 7.68(d. 1H, 
J=8.0Hz),7.78(t. 1H, J=8.0Hz) ( 8.11(d. 1H 
J=8jOHt).840(s.1H). 



1 J1(d. 6K J=6.0Hz). 2.65(d. 3H, J=T^Hz) 
3.9ia-plBt. IK J=6U)Hz). 4.89(s, 2H>, 7.14(d 
IK J=1.2Hz). 7.68(d. tH, J=8.0H2X7.78ft. 1R 

J=8.0Hz).8.11(d. IK. J=8.0HzX8.2C<s, JH ) 

40-41 
134-136 



6-21 



Me 



3-CF a C«Hj 



3-CFaC 6 H4 



1 01 -102 



89-91 



t-Bu 



1-45(s. 9H>. 2£8Cd. 3K J=1^Hz). 7.19(d, 1H 
J=1-2HzX7.4-7.6Cm. 4HX 



Me 
Et 



O 
O 
O 



n-Pr 
r-Pr 
t-Bu 



4-CF a C a HU 
3-CFaO^ 
3-CF a C fl KL 



3-CFaOaH, 



67-68 
77 
98 



78 
118-119 
J 32-1 33 
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6-59 
6-60 
6-61 

6-€2 


. R 1 
Me 
Me 
Me 

Me 


Tr 5 " 

I H 

! H 
H 

H 


X 1 
o 
o 
o 

o 


1 R 3 
n-Pr 
~ CHjCCMe^ 

n-Pr 


Q 2 

3-BrCsH, 

^ 3-erCsH. 
3-BrCflHc 

3-MeOC«H4 


- .^ P> (°C) X 'H-NMR (CDCItt rf. 

86-88 

110-111 

1.08ft. 3H J=7.SH*X l-asCsbctot. 2H. 0=7.6Hz> 

J=7^H2i 7.0%n. 1H), 7.10(o> 1H J=1ifS 
7.4-75<m.3HX 


6-63 


Me 


H 


0 


CH 2 C(Me) 3 




1.10b. 9H). 255(d. 3H. J=1.2HzX 3*00, 3HX 
7.4-750n.3H). 


6-64 
6-65 


Me 
Me 


H 
H 


o 

o 


cycfe-Pen 
f r^Pr 


3-MeOC fi H4 
2-fiirvl 


1.6-2.1(m. 8H>. 2^5<d, 3H. J=1.2HzX 3.89(s. 

3H), asea-piot ih. j=zeu& 7.os<m. m 

MOW 1H. J^I^HxX 7.4-7J5<hT3H). 
84 


6-66 

6-67 

6-68 
6-69 
6-70 


Me 

Me 

Me 
Me 
Me 


H 

H 

H 
H 
H 


o 

0 

o 

1 o 
o 


CH(Me)CO,Et 

n-Pr 

n-Pr 
! Cr^CXMe), 
CH(Me)0^ 


2-fijryt 

Ac 

2- CKi-oy 

3- CFsCaH, 
3-CFaCH, 


90-91 
126 

102-104 

83-84 


6-71 
6-72 
6-73 

6-74 

6-75 


Me 
Me 
Me 

Me 


H 
H 
H 

H 

H 


o 
o 
o 

o 

o 


CHaCHCMeJCHp 
( CH(Me)C(Me), 

(CH 2 ) 5 Me 

CH,CHCEO, 


f 3-CF 3 C fl H 4 
3-CF 3 C a H4 


63-fiS 

90-91 " 

116-117 

050ft. 3H J=7.2Hz). 1^5(m. 4H), 1.5(m. 2HX 
1.87(fiftot. 2H. J=7.2rfe>, 2S8(d. 3H. J=l.2rfcX 
4.47ft. 2H, J*7.2Hz). 7.04(d. 1 H. J=1^Hz), 
7.66ft. 1H, J=8^)H2). 7.77(d. 1R 0=8.0Hz>. 
8.10(d. 1H. J*8.0Hz>. 8.18(s. 1H). 


6-76 
6-77 


Me 
Me 


H 
H 


o 
o 


CH 2 CH(Me)C3H 7 


3-CF a C,»H, 
3-CF a C fl H 4 


58-59 [ 

0.93ft. 3K J=7.2Hz), 1.07(o; 3H. 0=6.8Hz), 1.2- 
15(m. 4H). 2.05dnw 1H). 25B(d, 3H. J=1.2Hz) 
4.2S{dd t 1H r J=5.6rfc,10HzX4.36(dd, IH, ' 
J=5.6Hi, 10Hz). 7.03(d. 1H, J=1.2Hz), 7.66(t 
ia J=8jOHz). 7.77(d, 1R J=8.0H2), 8.10(d. 1H, 
J=8.0Hz). 8.18(s. 1HX 


6-78 

6-79 
6-80 


Me 

Me 
Me 


H 

H 
H 


0 

o 
o 


C(Et) 2 Me 

DH 2 Q(NH,)(Me)CH,OH 
cvcio-Pen 


3-CF 3 C s H. 
a-CFaC^ 


111-112 

0.94ft, 3H J=7.8HxX 1.60(8, 3H). 2.0(m. 2HX 
2JL(ni. 2H). 2£7(d. 3K J=1.2Hz). 7.02W, 1H. 
J=1.2rte), 7.66ft. 1H. J=8.0Hz). 7.76(d. 1R 
J=8J)H2),8.08(cMaU=8.0Hi), 8.1B(s. IK). 

116-117 


6-81 


Me 
Me 


H 
H 


o 

0 


OH a -cyoroHexyt 
4-t-Bu-cyclo-HexyJ 


3-CF a C„Hi 
* 3-CF a G,H, 

3-CF,C B H« 


130-131 
102-105 

0.83(s, 9H>. 1.0-U(m. 4H), 1.5<m. IH), U(m. 

2H), 2.3(m. 2H). 2J58(d 3H J=i 9M»* «; rv m 
IH), 7.03(d. IK J=1^Kz), 7.86(t 1H. J=8.0HzX 

7.77(d, 1H J=8.0H2X 8.10<d. IK J=8.0Hz>. 
8.18(8. 1H). 


6-83 
6-84 ! 


Me 
Me 


H 
H 


0 

o 


cyclo-Pen 
CH 2 C(Me) a 


3-CF a -4-FC8Ha ! 


1.6-2.1 fa. 8H). ZS8(d. 3R J=1^KzX 5550- 
)tot. 1a J=Z8Hz), 7J»(d, 1H. J=1^H2>. 7J6(t, 
H, J=9^Hz), 8,12(m. 1H). 8,19(dd, 1R J=6.8Hz. 
2.0Hz). 


6-85 
6-86 


Me 
Me 


H 

h i 


o 

0 


cyclo-Pen 
cyclo-Pen 


3-CF 3 OC«Hi 
3-CF,OC 4 H 4 * 
3-CF.SCH, 


76 

1^-2.1(m. 8H). 257(d. 3H. J=1^Hz). 5^5(7- 
lot, 1H. J=2£Hz>. 7.0S(d, IK 0=1.2Hz). 7J6(t. 
1H, J=8.0Hz), 7J5S(t. 1H J=8.0HiX 7.7S(brA 
1HX 7^6{dl 1H. J=8XIHz). 

85 
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6-87 
6-88 
6-89 

6-90 

6-91 


>• R 1 
Me 

_ Me 
Me 

Me 

" Me" 


R* 
H 
H 
H 

H 

TT 


X 1 
0 

o 
o 

o 

o 


R 3 

, Draoarevt 
athrl 
methaUyJ 

1- butyn-3-y| 
trans-crotvt 

3-buten-1-yJ 

2- butyn-l-y! 


1 ° 2 
1 3-CFaCsH* 

j 3-CFaCflHj 

j 3-OFaCgH, 

I 3-CF 3 CftH4 
3-CF,C 8 H4 

3-CF 3 C B H« 


_ nu>.(°C) S 'H-MMR fftrifiis) A> 
91-93 

«, 58-60 

. 62-63 

1.74W. 3K J=6.BHzX 2.44(d. IK J=2.4HzX 
*5£ JK^H^X 5JJ5(dq. IK J=2.4Hz. 

&8HzX 7XBCo\ tK J=1.2HzX 7.67ft. IK 
J=8,0Hz). 7.78(d. IK J=8jOHz1 8.14(4 IK 


6-92 
6-93 


Me 
Me 


H 
H 


o 
o 


77-78 

1.6HzX 450ft. 2K *f=6\BHz). S.11(dd. TK 
J^l.fiHz, 10.4Hz). 5.20(dd. IK J=1.6Hz, 
17^HzX556{dd. TKJ=10.4Hz, 17.2Hz). 7.0S(dJ 
IK J=1.2Hz>. 7.66ft. IK J=8.0Hz), 7.77(d. 1H. 
J=8JHzX 8.1«d. 1H. J=8.QHz). 8J9MHX 


6-94 

6-95 
; 6-96 
6-97 
6-98 


Me 

Me 
Me 
Me 
Me 


H 

H 
H 
H 
H 


0 
o 

! O 
1 0 
0 


t-hufcyn-3-yI 

1-butyn-3-yf 
CH 2 CF S 


3-CF a C*H, 

3-CF 3 OCaH 4 

3-CFaSCH^ 
1 3-CFiC a H, 
1 3-CF a C 4 H4 


96 

JH J=6£Hs). 2.43(4 1H. J=2.0Hz>. 
^^^V 2 "* IK J=2.0Hz. 

^=8XJHz), 757(t. IK J=8.0Hi). 7.84(s. 1HX 

7^0Cdt1KJ=8JHz,1^Hz>. 1 

98-99 
66-67 
100-101 


6-99 
6-100 
6-101 

6-102 

6-103 


Me 
Me 
Me 

Me 

Me 


H 
H 
H 

H 

H 


0 
0 

o 
o 

0 


CH 2 CHF* 
CH(Me)CF 3 
CH,CF,CF, 

CHCCF^ 

CHiCF^CHF, 


I 3-CF a C«H. 
! 3-CF a C*H, 
1 3-CFaCAH* 

3-CF 3 C tt m 
3-CF a C a H< 


120 J 

98-99 

95-97 J 
43-44 "~ - | 

i64(d 3H. J=1.2Hz), 6JS2(fift«t. IK J*6.0Hz), 1 
7J3CJ. IK J=1.2HzX 7.710. IK J=8.0Hz). 
7.83(d, 1 H, J=8.QHz). 8.1 1<d. 1H. J=S.0Hz). 

8.17(8, 1HX j 

100-101 j 


6-104 

6-105 

6-106 
6-107 
6-10B 


Me 

Me 

Me 
Me 
Me 


H 

H 

H 
H 
H 


0 
0 

0 
0 

o 


sag | 

OH(Me)CF,CF, I 
C*H,F 
CH 2 CF a 


3-CFsCHj 
3-CF 3 C«H4 
S-CFaC^ 


128-129 1 

2.68(d.3K^1.2Hz), 3,62k 3H),7.21(d,2K 
J=1.2Hz>. 7.72ft. 1H, J=8XJHz>. 7.83(d. IK 
J=8.0Hz), 8.1 4(d, 1H, J=8.0Hz). 8.1 9(&. 1HX 

62-64 j 


6-109 
6-110 

6-111 

6-112 


Me « 
Me 

Me 

Me 


H 
H 

H 

H 


0 

o 
o 

0 


*~ CH 2 CHF, . • 
CH(Me)CF* 

CH 2 CF 2 CF 3 

CH,CF,CHF, 


3-CFsOCH^ 
3-CF a OC*a ! 
3-CF 3 0C„H, 

3-CF 3 OC 4 K« 


- 60-62 

82-83 

70-72 1 

2.6l(d. 3K J=1-2Hz). 5.0Iftt, IK J=1.2Hz, 
12BH*X 7.1 1(d. IK J=1iHz>. 7.40(dt. 1K 
J=1iHz, 8.0Hz), 759(t IK J=8.0Hi), 7.78(s, 
1H). 7.88(dt. IK J=1.6Hz, 8.0Hz). 


6-113 


Me 


H 


0 


Ci^CFa 


3-CF a QO t H 
3-CF 3 OC fl H4 


104-T06 

2.60Cd. 3H, J=1.2HzX 2.74&H. 2HX 4.72(t, 2K 
J=6.8Hz). 7.09(d, 1 K J=1.2Hz). 7 J8(dl. 1 K 
J=l^Hz, 8.0Hz). 758(t. 1 K J=8.0Hz), 7.7B(s, i 
1HX 7^6(dt. IK J=1^Hz, 8.0K0- 


6-114 

_ 6-115 
. 6-116 " 
1 6-117 
6-118 


Me 

Me 
Me 
Me 
Me 


H 

H 
H 
H 
H 


o 

0 
0 

o 
o 


CH(Me)CF z CF 3 

CH,CF a ~|~ 
CH 2 CHF* r 
CHCMeJCFs r 
CH 2 CF,CF a j 


3-CF 3 OC«H4 

1 

3-CFsSCaH, 
3-CFiSOtH 
3-CF a SC a K< 
3-CF 3 SC g H4 1 


1^2(d 3K J=8.8Hz). 2.60(d, 3K J=l^Hz). 1 
. 6.00(df. IK J=843Hz. 15.6HzX 7.1D(d. IK 
J=1^HzX 7.40ad, IK J=8.0Hz. 1.6Hz). 758(t. 
H, J*8,0Hz). 7.77(s. 1H). 7^6(dt. IK J=8.QHz. 
iJSHz). 

73-75 H 

64-65 

73-74 

76=78 J 
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1 1L» a =tjp£l WC 

6-119 
J 6-120 
6-121 


M R 

Me 

Me 
L Me 


R 
fl H 

H 

H 


0 
0 
0 


1 r3 

CH,CF,CHF— 
| CH(Me)CFjCF a 


Q 2 
3-CFtSCaHx 

3-CFaSC.H, 

3-CHF 2 OCeH4 


— m.p.<°C) S 'H-NMR (CDCm H* j 
106-107 1 

1.62(d, 3H J=6.4HzX 2£0Cdl 3HJ=1^HzX 
1K J=7iHz. IS^izX 7.02Ca. IK 

J=8i)HxX eiMttt, IH, J=a0Ki 1.2Hz). 8.1 9C* 
1HX 1 

40-4? 


I 6-122 
1 6 ~ 123 


I Me 
Me 


i H 
H 


o 

0 


I CH,CHF ? 
CH(Me)CF 3 


3-CHF^OCgH, 
S-CHFjOCeK, 


I-60(d. 3H. J=6.0HzX 2£9(d. 3H J=l^Hz) 
5J7Cquatt, IH. J=6.4Hz). 6.61(1. IH J=73.6Hr)J 
7 " C J ^i-2HzX 7.30«d. 1R J-8.0Hr. 
2£HzX 7.54ft, 1 H. J=8.0Hz). 7.69ft. IH 
J=2i)Hz). 7.77(tft, IH J=a.0H2, 1.2Hz). 


6-124 
6-125 


Me 
Me 


H 
H 


0 
0 


CHjCFiCFs 
1 CH2CF2CHF2 " 


3-CHF 2 OC a H 4 


2.60(d. 3H J=tXHz), S^XXdt. IH d=1.2Hz. ! 

!2^HzX 6.61ft, 1H J=73iHz). 7.12(d, IH 
J=1^HzX 7.31(dd. IH J=ajJHr. 2.4Hz). 7.55ft. 
1H J=8.0HO. 7.69C* 1H>, 7.77(dt IHJ=sSS. 


| 6-126 


Me 


H 


o 


Q,H 4 CF, 


3-CHF,OCJl 
3-CHF 2 OC 6 H 4 


91-92 1 

259(4 3H J*1^HzX 2.73tm. 2HX 4.72<t, 2H 
^6*HzX 6.60ft. !HJ=73.2HzX7.10(d,1H 

**=1-2Hz). 7.29(dd, IH J=a.0Hz. £CH2). 754ft. 

IH J=8.QH*). 7.69Cs, IH), 7.77(dt. IH J=8.0Hz. 


6-127 

6-128 
6H29 
I 6-130 


Me 

Me 
Me 
Me 


H 

H 
H 
H 


0 

o 

0 


I C^CFa 

CH*CF a ~" 

CHiCFa 

C^CF, 


3-CHFjSC^ 

! OCH 3 CF a 
3-CF a C„H*0 


2.67(4 3H J=1^Hz). 6^7(dd IH J=OSH2. 
10HZ). 6.64(dd. IH J=0*Hz. 16.8HZ), 7.20&rd. 
IH J=1CHx, 16.8HZ), 7.21(d. 1H J=«.2Hz). 
7.7t(d, 1H, J=6.CHz), 7.83(d, 1H J=8.0H*), J 
8.1 4(d. IH J=8.0Hx) r 8.19(s, IH). I 

101 1 
124-125 


6-131 
6-132 

6-133 j 

6-134 
I 6-135 ( 
<M36 j 
6-137 1 
6-138 f 


Me i 
Me 

Me 

Me 
Me 
Me 
Me 
Me- 


H 
H 

H 

H 
H 
H 
H 
H 


0 
0 

0 [ 
0 | 


1 CH{=CHOH)CH,CF, 
CH 2 CF a 

C^CFa 

CH 2 CF a 
C 2 H 4 CF* 

chjCF, 

CH 2 CF a 
C 2 H 4 CF a 


3-CFaOaHO 
4-CF a C«,H 4 
3-CFjOCfiHxO 

S-OFaOCBH^O j 

SMe 

SMe 
SOMe 
SO,Me 


85 | 

147-148 I 
89 

25-25(m.2H). 2.64(4 38,^1^.3.10(111, 1 
2H), 7.10(q, IH J=1.2Hr). 7.16(m. 3H). 7.46(m. 

IH). j 

97 jj 
81-83 
121-122 1 
138-140 


I 6-139 
| 6-140 I 
| 6-141 | 
| 6-142 1 

j 6-143 

j 6-144 !! 
1 6-145 - 


Me 
Me 
Me | 
Me 

Me 

Me 
Me 


H 
H 
H 
H 

H 

H 
H 


s !! 
so, 
0 j 

0 

o 

0 


Me 
Me 

CH(Me)CH,OMe 

OaH^NMe, 
C,H 4 SO,Me 


S0 2 Me 
OH 
SMe 
SOjMo 
3-CF.aH, 

3-CFaC«H4 

3-CFaCflH^ 


60-61 "~1 
267-269(dec> 1 
89-90 

199 j 

63-65 

257<s, 6H), 258(d, 3H J=1.2Hi). 2.82ft, 2H 
J=6.0HzX 4.60ft. 2H, U=6.0Hz). 7j05(q. IH 
J=1 J?Hz>. 7.66ft, 1 H J=8.0Hz). 7.77(d, 1 H 
J=B.0Hi),8.11(d. 1H J=8.OHzX8.20(s.1H) 

_ 62-63 


I 6-146 
6-147 

L 6-149 I 


Me 

Me 

Me 
Me 1 


H 

H 

H 
H 


0 
0 

o 

o 1 


Ph 

Benzyl 

SO^Me 
SO,OH,CI 


_ 3-CF a C ft H, 
3-CF a C«H, 

3-CFaQeH, ! 

3-CF a C«H 4 
3-CF a C,a 


23Kdec.) "| 
101-102 I 

Z59(d, 3H J=1 -2HzX 5.56(s. 2H). 7.05(d, 1 H 
J=1.2Hz).7.3<m.3HX7.54(m.2HX 7.68ft. 1H 
J=8.0HzX 7.77(d. IH J=8.0Hz), a09(d. IH 
J=8X)H*).8.17<3. 1HX 

109-110 

95-97 1 
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mi i] 



fc»ttNo. R 1 | R 2 | x 



6-150 



Me 



SOjCH^H, 



3-CF 3 C«H« 



Z67Ci. 3K J=t-2Hz). 6.27(dd. IK J=08H*. 
10HZ). 6.64(dd. IK J=OflKc 1&8HZ), 7.20(dd, 
1K J=10Hz. 16.8HZ). 741«;-VH J=1^fe>, 
7.71<d. 1H J=8.QHz>, 7JB3(d, IK J=8.0H*X 
8.14(d, IK J=8JJHzX e.19fe. tHX 



6-151 



6-152 



Me 



SOjEt 



1.64ft. 3K J=7^HiX 2^7(d. 3K J=1.2Hz). 
3.73(q. 2H. J=7.2KsX 740(d IK J=1^HzX 
7.71 (d. IK J=8.0HzX 7JB2(d. IK J=8jOHzX 
8.14W. tK J=8.GHzX &20(s. 1HX 



Me 



SO»Ti-Pr 



3-CFaCH, 



6-T53 



6-154 



6-156 



6-157 



6-158 



6-159 



Me 



SO^-Pr 



3-CFJC8H, 



Me 



Me 



SO>n-Bu 



Me 



3-CF a C«H< 



3-CF 3 C«H, 



Me 



SO^CH^CI 



3-CF3CBH* 



Me 



Me 



SO 2 0 d H« 



3-CF 3 C tt H 4 



Ts 



3-CF 3 C«H 4 



1.64(d. 6K J=6.8HzX 2.67{d, 3K J=1.2HzX 
4JKXm. 1HX 7J21(d. 1K J=1-2HzX 7.71ft. 1K 
J=8.0Hs), 7JS2<d. IK J=8.0Hz). 8.14(d. IK 



93-94 



64-66 



106-108 



258Cm. 2HX 2.68<<t, 3H, J=1.2Kz). 3,78ft. 2K 

J=S.4HzX 3 .99ft, 2K 7.6Hz). 7.22(d. IK 
J=1.2H2). 7.71& IK J=6.0Hz), 7.84(d, 1K 
J=8.0Hz). 8.15(4 IK J=8.0Hz), 8£0(a. 1H>, 



0.89ft. 3H. J*7.2H2>. 1 M(xn, 4H>. 1,54(m. 2H), 
2.11(hi. 2H), 2^7CdL 3K J=t.2Hz>. 3.76(m. 2H). 
7.21(d. IK tlst^Hz). 7.7t(d, 1H J=8.0HzX 
7J3to. IK *N8.0Hz>. 8.14(d, 1H J=8.0Hz). 
8.20fe, 1HX 



2.46(s. 3HX Z64«. 3K J=1.2HzX 7.1 6(d. 2K 
J=1-2H*>. 7.36ft, 2K J=a.0Hz>. 7.67&1, IK 
J=8.0Hr). 7.80(d, 1K J=*J0H*). 8.03(d. 2H. 
J=*.QHzX8.03(m,2HX 



6-T60 
6-161 



6-162 



6-163 



6-164 



6-165 



6-166 



6-167 
6-168 



6-169 
6-170 



6H71 



6-172 



Me 



SO,NMe 2 



SOgMg 



3-CF a O fl Hi 



3-CF a OC,H, 



65-67 



79-80 



Me 



Me 



Me 



Me 



Me 



Me 
Me 



Me 
Me 



Me 



Me 



H 
H 



SO 



S0 2 CH 2 CI 



3-CF 3 OCeH< 



2J58C4 3H. J*WzX 5.30(s. 2HX 7.24(d. IK 
J=1.2HzX 7.44<m» 1KX 7.63ft. 1H, J=8.0Hz>. 
7.79(6. 1H). 7.88(dl; 1K J=8.0Hz. 1.6Hz) 



S0 2 hPf 



3-CF a OC a H 4 



1.63(d, 6H. J=7.2HxX 2,66(d, 3H. J*1.2Hz). 
3.83C7-plot. 1K J=7.2Hz), 7.22(d» IK J=1-2HzX 
7.410a 1H), 7.61ft. IK J=8.0Hz). 7.81fc, 1H). 



SOjMe 



3-CF a SC B H, 



SOgMg 



NHMe 



NHMe 



NMe, 



Me 



Me 



115-117 



3-CF 3 Q 8 H« 



,85-87 



76-78 



4-CF 3 C a H, 



181-183 



3-CF 3 O a H4 



3-CF 3 C e H, 



4-CF a C a Hi 



3-CF3C c H4 




233 
107 



113 



113 



2.75(d, 3K ^\J2Hz>, U6(a, 3H), 7.33(d. 1 K 
J=15HzX 7.74ft. IK J=8.0HzX 7.85(d, IK 
J=8.0Hz). 8.19(4. IK J=8.0Hz). 8.22(s. 1H). 
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IfEl 2] 





. R 1 


R 2 


X 1 


1 R 3 


Q 2 


■ -m.g(°C) / ! H-NMR (CDCI3) d? 


6-178 


Me 


u 
n 


oco 


NM&2 


3-CF 3 C a H4 


2.fi«d. 3H J=1.2Hz>. 3j07(s. 3H>. 3.19(s. 3HX 
7.15(d. IK J=!^HzX 7j68(t. IH J=8jOHz& 
7.79{i 1 H. J=8J>HzX B.1 2tt, 1 K J=8.0Hz). 
8.19(8. 1KX 


6-179 


Me 


H 


oco 


cyclo-Pen 




I.T-ZOOn. 4HX 2.1(m. 4HX 2J55<d, 3H J*1.2Hz)t 
3.12CRE, 1H, J=8j0HzX 7.17(d 1H, J=1 
imt. IH J=3.0HzX 7.79<d. 1K J=8.0HzX 
8.1 2M. 1K J=8XWzX 8.19(s. 1H>. 


6-180 


Me 


H 


co 2 


H 


3-CF 3 C a H< 


226-227(dea) 


6-181 
6-182 


Me 
Me 


H 
H 


C0 2 
CO 


1 Et 
! NHj 


3-CF 3 C 6 H« 
3-CF 3 C a H 4 


134 

209 ! 


6-183 
6-184 


Me 
Me 


H 
H 


CO 
0 


NH-4-FCH, 


3-CF 3 C 8 H4 
3-CF 3 C a H< 


218-220(dec3 
133-134 


6-185 


Me 


H 


o 


JO' 


3-CF3C s H 4 


1 <82(m, 1HX 2.176* 1H), 259(d. 3H. J=t.2HzX 
2.87(m. I HI . 3JCrn. 2H>. AXKm. 2H). 4.41(dd. 
1 K J=8.0Hz, 10.4Hz), 4.47(dd. 1H J=6.8Hz. 
10.4Hz). 7.04W. IK J-liHzX 7.67(U 1K 
J=8.0Hz), 7.78(d. 1K J=8.0HzX 8.1001 1K 
J=8.0Hz).8.17(tLlH). 


6-186 


Me 


H 


0 




3-CF 3 C a H4 


72-73 


6-187 


Me 


H 


0 




3-CF 3 C 8 H4 


115-117 














ca{*-E)f2«gtt : JLMfe. 3HX 2.6I« 3H J=UHz>. 
iflfitdd. 1K J=55H t 9L2Hx). 4.l<Xm. tH). 453«* 

1K J=6UHz, IOHiX AJMXbr*, 1H1 S54(q. 1H 
J=5.4Kil 7.07W. IK J=UH*X 7.69ft. IK. J=Sj0HxX 

7^o(«j. iHJ-aoH*), aosw, ih j=3.cko. 8.te<5, 
1HL 

eUtt'E^Jlttft : 1.99k, 3H), Z5fi(d. 3H, J=t*H«X 
X99(dd. IH J=4*Hi. lOHx). 4XJfl{dd. IH J=5.6Hz, 
IOHiX 4-2I&H IK J=S-6Hz. lOHtX 4J2(drf, 1R 
J=8.4Hi, 10HzX S57(q. IK J=5J»HtX 5.74Cq. 1H 

7.79(d. IK »*=8.0HzX 8.10(d. IH J=8.CHzX ^tS/ 
1HX 

trwwfr : 2X)9C». 3H\ 25l(d, 3K J=1 JHr), 3^2(di 
IH J=4.4Hi. IOHzX 4.1 Cm, IK), «S<^ IH J=5-2Hz. 

9^K0.4.4{nv IHX5.33(tn. IH). 806(fiftal. IH 
^4.0Hi), eWd. tH J»lJZMr). 7520, tH J=S.QHz). 
7^flfdt. IH J=8jOHzX 7^8(d. 1HJ=a0Ht). au(». 
1HX 

148-149 

179-180 


6-188 


Me 


H 


o 




3-CF 3 C 0 H4 


6-189 
6-190 


Me 
Me 


H 
H 


- 


pyrrol- l-vl 
lmidazol-1-vl 


3-CF a C a H4 
3-CF 3 C a Hi 


6-191 
6-192 

6-193 

6-194 


Me 
Me 

Me 

Me 


H 
H 

H 

H 




imidazoM-yl 
pyrazoM-yJ 

triazoM-yl 

2-niethylimidazol-1 -y) 


2- CFaCH* 

3- CF a C ft H* 

3-CF a C a H« 
3-QFaCH, 


169 
153-155 

2^9(4. IK J=1^HzX 7^3W. 1 H J=1.ZHzX 
7.75ft. 1H J=fl.0HzX 7^6(d. IH, J=8.0Hz). 
ai9Cd. IK J=SLQHzX 8^1(s. IH). 8.24(8, IH). 
9J5(b.1H>. 
157 


6-195 

6-196 

6-197 
6-198 
6-199 
6-200 i 
6-201 


Me 

Me 

Me 
Me 
Me 
Me 
Me 


H 

H 

H 
H 
H 
H 
H 


- 


thlazoEdln-1-yl 

3-OF 3 -pyrazoH t— yJ 
3-CF a -pyrazo{-J-v] 
3-CFj-pyrazoM -yl 
3-C Fa~py razol- 1 -yl 


_ 3-CF 3 0 a H4 

S-CFaC*^ 

3-CFaCfiHj 
3-CF 3 CaH« 
3-CF a OC a H, 
3-CF,-pyrazo{-1 -yl 


143-144 

Z56(d. 1K J=UHzX 2^1(br.k. 2H, J=7.fiHz), 
3JJSftr.t. 2K J=7.6Hd. 3^1(br.s, 2H). 7SXX3. 
IK J=I^Hz). 7JI3(t. IK J=8.0Hz). 7.73(d, IH. 
J=8.0Hz). 8.06(d. IK J=9.aHzX 8^1(s. IH). 

102-103 | 
147-148 

116-117 

117-118 


6-202 
6-203 
6-204 
6-205 

6-206 


Me 
Me 
Me 
Me 

Me 


H 
H 
H 
H 

H 




3-CF 3 -pyrazoM -yl 
3-CF 3 -pyrazoM-yl 
3-CF 3 -pyrazoM-yl 
3-CF 3 -pyrazo h 1 -yl 

3-CFa-pyrazol-l-CHi 


3-CF a 0 fl H«O 
3-CF 3 0C B H,0 
SMe 
SOMe 
SOjMa 

3— CF 3 CjH 4 


159-161 
153-155 
141-142 
146-147 
171-173 

2^6(d. 3K J=1-2Hi). 5.7l(s. 2H), 6.61 (d. IK 
J=2.0Hz), 7.18(d. IH J=1.2Hr). 7^7(d. fH. 
J=8.0Hz). 7J4(m. IH). 7.78(t. IK J=8.0Hz). 
8XQCd, IK J=8.8Hz), 8.13(0. 1H). 
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wm i imn 

-;^miXx;^#Mr&tt^Jv;u^-;i,8070 m^-fb^tt) 5SB&I2 

[0 16 6] 

^-1-6 tcffi^o^ti io«*^ailt^2K**»5Wy^y v-200 m 

$ i ft\Z if, Vt^ryxfV V - ^3005 

[0 16 7] 

*BWfll 3 7n77>^J 

^-i~6 Kfsm<z>4fc^ lOSBK^y y ^*ioooc m#ltfb^1±) 5 

SB, #-7*W?*#80D SW&Sa&fct) 3U, 

[0 16 8] 

»JM 4 *fc&J 

^-l~6Hffi«^b^ 1SB, (B^;i^tt$50 43SB, ^h^-Y 

isu*e*u ftmuft, * 20»tin^r«5fiiLfco 

MK£*L£#LftL^e^£fl§v>TIi:# 0.6mm OJt#e>#LtBU 60°Ctr 2B# 
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%<D^ Slt«fS^Ht, «W*O^WiMW»1.0-2.0IWWK:5tL 

TW3££fTofc 0 *-Ofe*£^-7K^Lfc (£- 7 Oft^t/No. tt&- 1 ~ 6 
tftffc^No. * o ) o 

[0 17 0] 



Mfcl] 



1 - 



X 100 = Y(%) 



[0 17 11 

mi 3i 



Y(%) 



0 0 ~ 5 

1 6—30 

2 31 ~ 50 

3 51 .~ 70 

4 .71—90 

5 91 — 100 
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[0 17 2] 
[*1 4] 



« — 7 JBt 










No. 


g/a 






L J H JJJ/S) 


* /W\ 7tT7I 7t 


6-25 


10 


4 


c 
o 


5 


6-29 


10 


4 

r 


*t 


5 


6-35 


10 


5 


p: 
O 


5 


6-39 


10 


5 


*r 


0 


6-40 


10 


4 


o 


FT 

5 


6-61 


10 


4 

I 


T- 


A 

4 


6-80 


10 


5 


c: 
«j 


0 


6-83 


10 


5 


/l 
*r 


5 


6-85 


10 


5 


/I 


5 


6-90 


10 


5 




5 


6-92 


10 


5 


p; 
u 


A 

4 


6-96 


10 


4 


p: 
O 




6-97 


10 


5 


5 


5 j 
5 


6-98 


10 


5 


4 


5 


6-109 


10 


5 


5 


4 


u lie 


•in 


5 


5 


5 


6-115 


10 


5 


5 


5 


6-125 


10 


5 


5 


5 


6-130 


10 


2 


4 


3 


6-142 


10 


5 


4 


5 


6-184 


10 


5 


4 


5 


6-187 


10 


4 


5 


5 


6-192 


10 


4 


4 


5 


6-193 


10 


4 


4 


5 


6-194 


10 


4 


5 


5 


6-202 


10 


4 


4 


5 
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fro tzo ^(vm^zm- 8 izypLfz m- 8 ^t^-mo. am- 1 ~ 6 mt&m 

0. fcttfo-f 0 ) 0 

[0 17 4] 
[*1 5] 



No. 


1 m w S tj t *>m + tM 

s/a 








\ M If * 


6-27 


10 


I CT 

0 


4 


5 


6-30 


10 


5 


5 


5 


6-36 


10 


5 


U 


O 


6-43 


10 


5 


2 


5 


6-88 


10 


5 


5 


5 


6-100 


10 


5 


5 


5 


6-101 


10 


5 


4 


5 


6-103 


10 


5 


5 


5 


6-107 


10 


5 


5 


5 


6-108 


TO 


5 


5 


5 


6-110 


10 


5 


5 


5 


6-111 


10 


5 


5 


5 


6-119 


10 


5 


5 


5 


6-121 


10 


5 


5 


5 


6-122 


10 


5 


5 


5 


6-148 


10 


5 


4 


5 


6-189 


10 


5 


3 


4 


6-198 


10 


5 


5 


5 


6-199 


10 


5 


5 


5 
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[0 17 5] 
[XI 6] 

U*0!I3 



^-9 mymmummm 



1 mmt^ 

No. 




HIT'S 


1 g/a 




MM 




5-3 


10 


5 


3 


5 
5 


5-9 


10 


5 


4 


5-15 


10 


5 


3 


5 
5 
4 
5 
5 


6-5 


10 


3 


5 


6-8 


10 


5 


4 


6-10 • 


10 


5 


4 


6-17 


10 


5 


3 


6-18 


10 


3 


1 


4 
5 

5 


6-24 


10 


5 


4 


6-34 


! 10 


5 


5 


6-41 


10 

I I \J 


5 


4 


5 
3 


6-47 


10 


4 


1 


6-50 


10 


3 


3 


4 
5 
5 
5 
5 
5 


6-52 


10 


5 


3 


6-54 


10 


5 


4 


6-56 


10 


5 


4 


6-60 


10 


5 


5 


6-62 i 


10 


5 


5 


6-72 


10 


5 


3 


5 
5 
5 


6-86 


10 


0 


4 


6-116 


10 


5 


4 


6-127 


10 


5 


4 


5 
4 
5 


6-129 


10 


5 


2 


i 6-146 


10 


4 


2 


6-149 


10 


5 


4 


5 
5 
5 
5 
5 


6-157 


10 


5 


4 


6-160 


10 


5 


4 


6-164 


10 


5 


4 


j 6-169 I 


10 


5 


2 


6-174 


10 


1 


3 


5 


6-188 


10 


5 


4 


5 
5 
5 
5 


6-191 


10 


5 


3 


6-200 


10 


3 


3 


I 6-201 | 


10 


5 


3 
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